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3-Zuoo--BUDVE, 4-rou-2-EUPNVE, S-roo-2-BY) D)LE, 6
- no-2-BUPNVE, I-yuo-4-BYI)VE, -roo-4-BUDIVE, 5-2
Oo-4-BU JIVE, 6-ron-4-BEYJIVE, 2-73 /)-3-PUZILE, 4-73
J=3-EUDINE, -7 )-3-BUPIINE, -7 /-3-BUPIE, -7 /-
-EVDIIE, -T2 /--BUPNE, 5-73/-2-EUDNVE, -7 /-2~
BUDIVE, -T2 /-4-BUPINE, 3-TIJ)-4-BUZNE, 5-73 /-4-F¥
UDNWE, 6-FI)-4-BUZNE, -/ AFILTI)-3-PUINLE, 4-F)
AFIWVTIJ-3-BUDIVE, 6B/ AFIVTI/-3-BEUIIE. 6-F/) XAF)N
TX/-3-BUDNWE, -FE/AFINTI/-0-EUDPNVE, &-F ) AFNVTI )
“2-EVZNE, 5-FE)AFNT I )-2-BUDIVE, -/ AFINT I )-2-F
DINEE, 2-B/AFINTI)4-EUDPNE, 3FEI/AFINVTI/)-4-BUI)
. S-FB/AFNTI/)A4-EUDIE, 6-FE/ AFINTIJ)-4-BYD)VE, 2-
PAFINT I /3-EUDIE, 4-PAFINT I /-3EUDNE, S-CAFIIVT
T -3-BEUDINE, -CAFITI-3-EVDINE, FFPAFNT I )-2-F
UIPNWE, &-PAFNTI)-2-BUDPIE, -PAFNT I/ -2-YY IJ)VE,
6~AFINT I /)-1-EUDIE, 2-PAFNT I )-4-B) DVE, -FAF)
T2)A4-EVUPNVE, b-PAFIVTI/)4-BUDIIE, 6-CAFIVT I J-4-
BUDIVE, 2-(1-E0U D)) -3-BUPIE, 4-(1-¥aUu o)) -3-Ey 2
JVE, 5-(1-¥nu 2z -3-EU )V, 6-(1-Ytoy =)l -3-EY JILHE,
SS(I-EQU D)) -2-BY P IE, 4~-(I-EOY =)V -2-BU Z)VE, H-(1-
Enuo)l)-2-BUZNE, 6-(1-tou i) -2-vEY 2L E, 2-(1-¥oy
P -4-BUPHE, -(1-¥ ol 2o -4-BU P HE, s-(1-¥ By
)-4-EB U DILE., 6-(1-EOU o)) 4-BEUDLE, -EXRY D /-3-BU D)L
B, 4-ERXRYDJ-3-BUZIE, 5-EXRYT-3-BUDIVE, 6-EXRY D -3
~EUDIVE, 3-ERYDI--VUDIVE, 4-ERY D) --BUDIIVE, 5-F
NUT/-1-BEUDIVE, 6-EXRY D /-I-EUDIE, 2-EXYT /-4~y
WVE, 3-ERU D ) -4-BY D), -EXRY D -4-YUPIVE, 6-EXRY D)
-4-EVUDIVE, 2-ENFRD J-3-CY PINE, 4-FEINRY /-3-EUDLE, 5-
E®IHRY J-3- l:‘J/)lx% -EI KU /-3-EUDIVE, 3-FBIVKRY J-2-YU
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IVE. ENERY J--PUDVE, 5-BILFRY J--BU DIE, 6-EILFRY
J=2-BUTIVE, -ENERY J-4-BUDLE, -EINRY J4-BUDIE, §
—ENRY J-4-EU DVE, IR J-4-BU DR, -7 n-3-Ey o
WE. 47N F0-3-CU DIE, 5-7)FO-3-L U V. -7 Fo-3-¥
YD)V, -7 AT-2-YU DIVE, -7t o-2-BU VLR, -7 u-)
BUDIVE, -7 AD-2-CUVIVE, 2-7)0 A 0-4-B) DNE, 3-7 )G
O-4-Y U D)V, 5-7)0F0-4-Y U DE, 6-7)0Fn-4-C U IV, 2 4-
DAFN-3-PY DIVE, 2, 6-TAFIN-3-LU DNE, 5 6-TAFN-3-E YD
WE, 4 6-DAFIN-3-CUI)VE, 4, 5-FAFIN-2-LU DIE, 5 6-FAF)
B UTIVE, % UAFN-4-CV DI E, 2 6-DRAFN-4-CUTILE, 24
SR RFI-3-PUTDIE, 2 6-UARFEL-3-YU UK, 5 6-UA bFI-3-
EUINE, 4,6-DAMFI-3-PUILE, 45-TURX RFI--EFYI)LE, 5,
b-DRAREL-2-PUDNE, 23-TRARFIA4-PUIDIE, 26-TIARFI
SPUDIVE, -7 00-6-AF-3-PUDIE, 6-rOo-2-AF-3-EU D
Vo -7 00-6-A RFI-3-B U D)VE, §-7T00-2-A hFI-3-E1 DILE,
CB-AFN-6-r00-3-CUD)E. 5-RA RFI-6-r00-3-LUD)E, 5-T h
FL-6-/ O 0O-3-EY UNE, 5-7 OO-6-AF)N-3-BU D&, 5-X hF -6
SAFN-3-PUTVE, 5-T bFI-G-AFI-3-Y U TILE, 5-rOo-6-R h
F3-3-PUTNE, 5-700-6-T hFI-3-LU D)V, 2,5 6-~U X FI-3-
BUDLNE, -85 DoNVE, 5-AFN--EIVVE, -AFI-2-¥ 5T
VE. 5-ARFEI-2-EIVDIVE, 6-A PFI-2-EITD)VE, ST bR
-ESPZNVE, - FRF--ESDo)VE, 5-ono--ES5 PV, -0
Oa-2-ES 2 )0VE, 3-AFN-0-ROVFITZI)NVE, &-AF)-1-RJFT
SVE AFN2RIYFIINE, - AFN-RYFIINE, T-AF
W-2-RUSF L), 1A FIN-3-ROVF L)V EE, - AFN-3-R2VF
TNV, 5-AFN-3-ROVFIoVE, 6-AFN-3-ROVF L)V, T-A
F-3- RS FLZNE, 1-AFN-5-RVFINE, 3-AFN-5-R >V
FLNVE, &-AFN-5-ROVFTZ)E, 6AFI-S5-RVFL o)L &, 1-
AFN-5-ROVFLTZNE, 3-RA RFI-2-ROVFIZ)VEE, 4-A R F-2-
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ROVFIZNWE, 5-A MFI-2-ROVFIZI)E, 6-A RFI-0-ROVFT
ZNWVE, T-ARFT-2-ROVFID)NE, -ARFI-3-ROVFLD)VE, 4-
ARFI-IRVFIINWE, b-ARFI-3-ROVFITZNVE, 6-A MF-3
“RIVFITZNVE, T-ARFI-3-ROVFIZIE, 2-ARFI-5-R2VF
IZNWE, F-APFI-5-XROVFIINE, 4-APFI-5-ROVFIT)VE,

6-ARFI-H5-ROVJFILZIVE, T-AMFI-5-ROVFITD)NE, 3-rno-2
“ROFTINE, -7 0n-0-ROVFIZVE, 5-ron--ROVFL
W, -r7no-1-ROVFToNVE, T-700-2-RVFIojVE, 2-/n0no
3-RUVFIZ)NVE, 4-700-3-R2YFIZ)E, 5-/00-3-ROVFL
ZOE, -7no-3-ROVFTo)VE, -rnoo-3-ROVFIo)VE, - O
O-5-XRVFTo)VE, -7 00-5-ROJFITD)VE, 4-r700-5-R>JF
Io)VE, -7 00-5-ROVFITo)IVE, 7-700-5-ROVFIZ)VE, 3-7
WAO-2-ROJFITZ)VE, 4-TNFA0-0-RVFTZNVE., -7 )VFo-2-
NV FLZIE, 6-7N0F0-0- RV FLZIIVE, T-7F0-1-XR2VF LT
ZHE, -7 Fa-3-ROVFIINE, 4-T7)0FO-3- ROV FIIVE, 5-
INAO-3- RS FLNVE, 6-7)NF0-3-X2VFL)VE, T-7)F10-3
RV FTZIVE, -7 AO-5-RFLZNWVE, 3-7)F0-5-R2>JF
IZWVE, 4-TNF0-5-XVFITZI)VE, -7 F0-5-RVFTI)VE,

T-7INF0-5-ROVFLZZ)E, 3-AFN-2-R2VJTY)VE, &-AF)-2-X
ST UNE AT 2R TU I, bR FI-2-R S T U E, T-R
FIN-2-RTTUWE, 2-AFIN-3-RSTUNE, 4-AF)-3-R>/ 71
W, 5-AFIN-3-RITY)NE, 6-AFN-3-RVTV)E, T-AF)-3-
RS TUNE 2-AFN-5-R2JTVUIIE F-AFI-5-R>VT7UIE, 4-
AFIN-5-RJTVIE, 6-AFI-5-RJTUIE, T-AF)-5-R>J T
DIVE, 3-ARFI-2-R2VJTYE, & ABF-0-R2JTYE, 5-X b
F-0-ROVTUNE, 6-A bFI-2-ROVSTYUNE, T-A MF-0-R2V
TUNE, 2-AFFI-3-ROVTYNE, &-APF-3-R2OVJTYIE, 5-R
FFE-3-ROVTUNE, 6-A F-3-ROVJTVIVE, T-ARFI-3-R>
JITUNWE, 2-ARFI5-ROVTYNVE, FFAPF 5ROV TYINE, 4-
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ARFI-5-RUYTUNE, 6-XA MFI-5-RVTYNE, T-A bF-5-R
PV T7UINE, 3-70n-1-R>VTYE, 4-7o00-2-R2V T YNVE, 5-F
Oo-2-R>V7UNE, 6-700-2-"2V7U)E, T-700-2-R>V 7Y
WVE. 2-700-3-R>VT7VINVE, 4-0O-3-R>VJ 7 Y)E, -y oo-3-
ROV IZVIE, 6-ron-3-R>VT7YDIVE, 1-r00-3-R>V T Y ))VE, 2-
roo-5-R2>VI7YVE, 3-r70n0-5-R>V 7V )VE, 4-r0n-5-R>J 7
UIVE, -7 oo-5-R2>V 7Y NE, -ron-5-RoVT7UINE, 3-7)F 0
=RV TYNE, 4-T7NFO-2-R2VTYNE, 5-7)0F0O--R>T 7Y
WVE, 6-7NF0-2-R2J T VIVE, =-7)0VFO-1-_R2J 7Y )VE, -7 F
O-3-R>V7UNE, 4-7)F0-3-R>V 7Y )IVE, 5-7)F0-3-R>V 7
DIVE. 6-T7)F0-3-ROV 7Y NE, -7 FO-3-R>V 7Y )VE, -7
FO-5-RVTY)IE, -0 F0O-5-ROVTUNE, 4-T)NF0-5-R>Y
TYNVE, 6-T7NAO-5-RV T YN, T-70F0-5-R2V T Y )E, [-A
FN-2-14 > RUIE, 3-AFN-2-1 > RUNE, 4-AFN-2-1 > RUILE, §
SAFIV-0A 2 RY VR, §-AF )21 > RYVE, T-AF)-2-1 > RYVE
IEAFON-3-A P RUNNEE, 2-AFIN-3-1  RUIE, 4-AF)-3-1 KV
WVE, 5-AF)-3-1 > RUJILE, 6-AFI-3-1 > RUNE, T-AF)-3-1 >
RUWE, 1-AFN-5-1> RUVE, 2-XF)-5-1 > RUJVE, 3-AF)L-5-
A2 RUJVE, &-AFN-5—A > KUV, 6-AFN-5-1 > KU LE. -2AF)
S RUNE, -AMFI -4 RUNE, &-AMF -1 RUJIVE, 5
“ARFET-2-AVRYNE, 6-APFI-2-A P RUNE, T-AbFI-0-1 R
UJVEE, 2-A PFEI-3-4 C RULE, 4-A FFI-3-1 > RUJLE, 5-A RFD
=31 RUINE, 6-AMF-3-14RUNE, T-ARF-3-1RUIIVE. 2
“ARFIS-A Y NE, FARFI-MFUNE, &-ARFT-5-1 VR
UJVE. 6-X FF -5 2 KUV, =R hF2-5-1 > KU JLE, 3-» no-2
A RUNE, 4&-rpo-0-4 > FYNVE, S-roo-2-1 > RYLE, 6-70
O-2-1 > RFUNE, 7-70o-2-1 > RUINE, 2-700-3-1T > RUJILE, 4-
ryono-3-1 > RYNHE, 5-roo-3-4 > RUNVE, 6-700-3-1 2 RY L&
T-7oO-3-14>RUNE, 2-7oo-5-1 > RUNE, 3-Zoo-5-1 > RY
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VE. 4-rono-5-14 > RYNE, 6-roo-5-1 > RUNE, T-ryoo-5--1 >
RUJVE, 3-7)A0-0-1 > RUVE, 4&-7)hF0-0-1 > RUVE, 5-7)04
O-9-1 ¥ RUVE, 6-7NF0-0-1 > RUVE, T-7)0hF0-0-1 > KUV
L TNAO-3-1 Y RUVE, -7 F0-3-1 > KU VE, 5-7)bFn-3-1
S RUJVE. 6-70hAT-3-1 > RULE, T-7)040-3-—1 > KU JLE. -7
FO-5-4 > RUJVE. 3-7)F0-5-1 > RUVE, 4-7)A 051 >R
. 6-T)NAT-51 > RUNE, T-70hF0-5-1> KU LE, 3-XAF-2-F
JUVE, 4-AFN-2-% ) UJLE, 5-AF)N-2-FJ UJLEk. 6-AFI-2-F )
DVE. T-AFN-2-F 2 YL, §-AFI-2-% ) U)LE, -AF)-4-F ) 1)
WE. 3-AFN-4-% ) UVE, 5-XF)-4-F ) YLE, 6-2F)-4-F 7 V)
. T-AFN-4-% ) U)VE. §-AFI-4-F ) UV, -AF)-6-F ) VILE
3= AFI-6-F ) UVE. 4-AFI—6-F 7 UILE, -XFIN-6-F /) ULE. T
CAF b= J U, S-RFI-6-F ) UILE. 3-A REI-I-F ) ULE, 4-
ARES-0-F JUNE, 5-ARFI-2-F ) UILE, 6-A FFI-2-F )Y LE
CTARET2-F UK. §-RARFI-0-F U NE, A RFI-4-F ) )
NE. A RFI-A4-F JUNE, 5-A RFI-4-F ) Y JLE, §-A hFI-4-F
JUNVE, T-AREI-4-% JUYJILE, 8-A RFI-4-F ) UIVE, A RF -6
SR UIVE, A NFIG-F S UILE, 4-RA RFI6-F / UJLE, 5-A bF
$of-F JUJIVE, T-A RFI-6-F 2 YLE, 8-A MFI-6-F/ VLK, 3-2
Oo-2-% 7 VLR, 4-r00-2-% 2 Y&, 5-rono-2-% ) UVE, 6-rn0
O-9-% / UJVE, T-rnn-2-% 2 U)LE, 8-yono-2-%/ U)VE. 2-roo-
A Y)VE, 3-rnn-4-% ) U )LE, -y oo-4-F ) YVE, -y on-4-
F)UNE. T-Z00-4-% ) YJLE, 8-y OO-4-% ) Y )LE, -7 Oo-6-F
JUNE, -rmn-g-F )L, 4-r00-6-F U)LE, 5-roo-6-F/
DVE. T-Z OO-6-% /) 1 V. 8- OO-6-F/ YLK, 3-7)do-2-% )
UJLE. 4-70AO-2-% ) Y&, 5-7)0F0-1-F 2 Y )L E, 6-7)bFo-2-
£ YNVE, T-T0AD-2-% ) UK, &-7)bA0-2-F ) ULE. 2-7)F 0
4 ) UNE, 3T O-4-F 2 Y LB, 5-7NF O-4-F /) VE, -7
FO-4-% ) UV, -7 A 0-4-F J UVE, 8-ThFo-4-F ) JLE, 2-
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TNFo-6-F /) JVE, 3I-TNFo-6-F ) VIVE, 4-T)Fa-6-F ) IR
b =T NAO-6-F UNE. -7 F0~6-F ) UINE. §-7)NF0-6-F/ 1
NWEBERETONS,

AR —RR (1) TBWT, SS5IFELWIE L TIRNIEZRERFE 8%
Fohns., BIZENINFE LW,

FIE—RR (1) KBWTIHIRFELWRE L TIREERI~EDOT IV FIL
. REBU~EOT IV ZIVE, REBL~EOTINVFoIVENREIT SN, 4
AEAFNVE, TFIVE, ToCLE 1V TOENE TFLVE -TFILE
s ROFIWE, 2-RFIVE, AFINE, 2-ANFINE, EZDE, oKz
VE, TFoNVE TFIVE ROFINERERBRTEND, PTHREK
I~EEDOTNFINVE, REBEI~HEOT NI ZIVE, REKI~EOTILF=)L
2., BRI ToeNVE, 1oV, TFIVE, -TFIE, ROF)
H, I-ROFNE, TaxXZ)VE, TFoVE TFoNVE, ROFoIVERE
MEIZHFELL, Bl 7ToENE., TFIVE, ROFIVEBFELN,

BIE—RR (1) CBWTESITFELWREL TREZITKER, 7EFIL
FFE TOEFNTFIE, AMFIANVRINAFTE, ThFIHN
RoNAFIH, TORFIANRINAFIE, ThFIANRINFFIE
RERETSN, BITIKEE. ANFTHINRIINFFIHE, T hFTh)LR
ZHFFENFEL N,

FIRm—RR () TBWTEHIEFFLWELTE., ZhfhBRDLLIL
FBED, CUVTER QLU FEUDN. &EUDL) RO VR

Q-¥5I), 3-ES2)0) MABETeN, BIK-EUDIVEMNFEL L, &
SIFELWBREZFLEZYEL T, HIXIE 2-AFIN-3-BUD)LE, §-2
FI-3-BEUDNVE, 2-TFN-3-BUPNHE, 6-ZFIN-3-BY I, 2-A b
FI-3-EUDNE, 6-ARFI-3-PUDNE, 2-ThFT-3-BUD)LE, 6-
I hFI-3-BUDNVE, 2-7oo-3-PYy2)E, 6-700-3-BYI)IVE, 6-
DAFNTI/-3-EUZIVE, 6-(I-EOY ) -3-EBY DILE, -ExY D
J=3-BUDIVE, 6-FENFRY J-3-BUINE, 6-AFNFF-3-YUIIE, §
- AFIN-3-EUDIEL 5, 6-C A RFI-3-BEUDIVE. 2,6-Proo-3-¥
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JD)VE, 5,6-Yr0o-3-BUDNVE, 5-ron0-6-ARFI-3-CUIER
EDFELL, HTHRIZ-PUIINE, 6-AFN-3-CU )LE, 6-A FFI~
-BUDIE, G-ThFI-3-FUDIILE, -rnu-3-YY JILE, 6-(1-¥o
DoV -3-BU DN, - J-3-FUTNE, -AFN-3-PUTE
C2ARET--BUDINE, -7 0n-3-BY INEMFE LW,
EREICBANICEENSLEWE LTI AXZUTORAYNET NS
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NH propyl OH 2-pyridyl
NH propyl OH 3-pyridyl
NH propyl OH’ 4-pyridyl
NH propyl OH 2-methyl-3-pyridyl
NH propyl OH 4-methyl-3-pyridyl
NH propyl OH 5-methyl-3-pyridyl
NH propyl CH 6-methyl-3-pyridyl
NH propyl OH 2-ethyl-3-pyridyl
NH propyl OH 4-ethyl-3-pyridyl
NH propyl OH 5-ethyl-3-pyridyl
NH propyl OH 6-ethyl-3-pyridyl
NH propyl OH 2-methoxy-3-pyridyl
NH propyl OH 4-methoxy-8-pyridyl
NH propyl OH 5-methoxy-3-pyridyl
NH propyl OH 6-methoxy-3-pyridyl
NH propyl OH 2-ethoxy-3-pyridyl
NH propyl OH 4-ethoxy-3-pyridyl
NH propyl OH 5-ethoxy-3-pyridyl

" NH propyl OH 6-ethoxy-8-pyridyl
NH propyl OH 2-chloro-3-pyridyl
NH propyl OH 4-chloro-3-pyridyl
NH propyl OH 5-chloro-3-pyridyl
NH propyl OH 6-chloro-3-pyridyl
NH propyl OH 2-fluoro-3-pyridyl
NH propyl OH 4-fluoro-3-pyridyl
NH propyl OH 5-fluoro-3-pyridyl
NH propyl OH 6-fluoro-3-pyridyl
NH propyl OH 2-dimethylamino-3-pyridyl
NH propyl OH 4-dimethylamino-3-pyridyl
NH propyl OH 5-dimcthylamino-3-pyridyl
NH propyl OH 6-dimethylamino-3-pyridyl
NH propyl OH 2-(1-pyrrolidinyl)-3-pyridyl
NH propyl OH 3-(1-pyrrolidinyl)-3-pyridyl
NH propyl OH 5-(1-pyrrolidinyl)-8-pyridyl
NH propyl OH 6-(1-pyrrolidinyl)-3-pyridyl
NH propyl OH . 2-piperidino-3-pyridyl
NH propyl OH 4-piperidino-3-pyridyl
NH propyl OH 5-piperidino-3-pyridyl
NH propyl OH 6-piperidino-3-pyridyl
NH propyl OH 2-morpholino-3-pyridyl
NH propyl OH 4-morpholino-3-pyridyl
NH propyl OH 6-morpholino-3-pyridyl
NH propyl OH 6-morpholino-3-pyridyl
NH propyl OH 2-hydroxy-3-pyridyl
NH propyl OH 4-hydroxy-3-pyridyl
NH propyl OH 5-hydroxy-3-pyridyl
NH propyl OH 6-hydroxy-3-pyridyl
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NH propyl OH 2-mercapto-3-pyridyl
NH propyl OH 4-mercapto-3-pyridyl
NH propyl OH 5-mercapto-3-pyridyl
NH propyl OH 6-mercapto-3-pyridyl
NH propyl OH 2-methylthio-3-pyridyl
NH propyl OH 4-methylthio-3-pyridyl
NH propyl (0)31 5-methylthio-3-pyridyl
NH propyl OH 6-methylthio-3-pyridyl
NH propyl OH 2,6-dimethyl-3-pyridyl
NH propyl OH 5,6-dimethyl-3-pyridyl
NH propyl OH 2,6-diethyl-3-pyridyl
NH propyl OH 5,6-diethyl-3-pyridyl
NH propyl OH 2,6-dimethoxy-3-pyridyl
NH propyl OH 5,6-dimethoxy-3-pyridyl
NH propyl OH 2,6-diethoxy-3-pyridyl
NH propyl OH 5,6-diethoxy-3-pyridyl
NH propyl OH 2,6-dichloro-3-pyridyl
NH propyl OH 5,6-dichlero-3-pyridyl
NH propyl OH 5-chloro-6-methoxy—3-pyridyl
NH propyl OH 5-chloro-6-ethoxy-3-pyridyl
NH prapyl OH 2-chloro-6-methyl-3-pyridyl
NH propyl OH 6-chloro-2-methyl-3-pyridyl
NH propyl OH 2-methyl-4-pyridyl
NH propyl OH 2-ethyl-4-pyridyl
NH propyl OH 2-methoxy-4-pyridyl
NH propyl OH 2-ethoxy-4-pyridyl
NH propyl OH 2-chloro-4-pyridyl
NH propyl OH 2-dimethylamino-4-pyridyl
NH propyl OH 2-(1-pyxrolidinyl)-4-pyridyl
NH propyl OH 2-piperidino-4-pyridyl
NH propyl OH 2-morpholino-4-pyridyl
NH propyl OH _ 2-methylthio-4-pyridyl
NH propyl OH 2-pyrazinyl
NH propyl OH 5-methyl-2-pyrazinyl
NH propyl OH 5-ethyl-2-pyrazinyl
NH propyl OH 5-methoxy-2-pyrazinyl
NH propyl OH 5-ethoxy-2-pyrazinyl
NH propyl OH 5-chloro-2-pyrazinyl
NH propyl OH 6-methyl-2-pyrazinyl
NH propyl OH 6-methoxy-2-pyrazinyl
NH propyl OH 6-chloro-2-pyrazinyl
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NH propyl 0OCOOMe 2-pyridyl
NH propyl OCOOMe 3-pyridyl
NH propyl OCOOMe 4-pyridyl
NH propyl OCOOMe 2-methyl-3-pyridyl
NH propyl 0COOMe 4-methyl-3-pyridyl
NH propyl QOCOO0OMe 5-methyl-3-pyridyl
NH propyl 0COOMe 6-methyl-3-pyridyl
NH propyl QCOOMe 2-ethyl-3-pyridyl
NH propyl OCOOMe 4-ethyl-3-pyridyl
NH propyl 0OCOOMe 5-ethyl-3-pyridyl
NH propyl OCOOMe 6-ethyl-3-pyridyl
NH propyl QCOOMe 2-methoxy-3-pyridyl
NH propyl 0OCOOMe 4-methoxy-3-pyridyl
NH propyl 0OCOOMe 5-methoxy-3-pyridyl
NH propyl OCOOMe 6-methoxy-3-pyridyl
NH propyl OCOOMe 2-ethoxy-3-pyridyl
NH propyl 0OCOOMe 4-ethoxy-3-pyridyl
NH propyl 0OCOOMe 5-ethoxy-3-pyridyl
NH propyl OCOOMe 6-ethoxy-3-pyridyl
NH propyl 0OCOOMe 2-chloro-8-pyridyl
NH propyl 0OCOOMe 4-chloro-8-pyridyl
NH propyl OCOOMe 5-chloro-3-pyridyl
NH propyl OCOOMe 6-chloro-3-pyridyl
NH propyl OCOOMe 2-fluoro-3-pyridyl
NH propyl QOCOOMe 4-fluoro-3-pyridyl
NH propyl 0OCOOMe 5-fluoro-3-pyridyl

NH propyl 0OCOO0OMe 6-fluoro-3-pyridyl
NH propyl OCOOMe 2-dimethylamino-8-pyridyl
NH propyl 0OCOOMe 4-dimethylamino-3-pyridyl
NH propyl 0COOMe 5-dimethylamino-3-pyridyl
NH propyl OCOOMe 6-dimethylamino-3-pyridyl
NH propyl OCOOMe 2-(1-pyrrolidinyl)-8-pyridyl
NH propyl OCOOMe 3-(1-pyrrolidinyl)-3-pyridyl
NH propyl OCOOMe | 5-(1-pyrrolidinyl)-3-pyridyl
NH propyl OCOOMe 6-(1-pyrrolidinyl)-3-pyridyl
NH propyl QCOOMe 2-piperidino-3-pyridyl
NH propyl OCOOMe 4-piperidino-3-pyridyl
NH propyl 0OCOOMe 5-piperidino-3-pyridyl
NH propyl OCOOMe 6-piperidino-3-pyridyl
NH propyl OCOOMe 2-morpholino-3-pyridyl
NH propyl OCOOMe 4-morpholino-3-pyridyl
NH propyl 0OCOOMe 5-morpholino-3-pyridyl
NH propyl OCOOMe 6-morpholino-3-pyridyl
NH propyl OCOOMe 2-hydroxy-3-pyridyl
NH propyl OCOOMe 4-hydroxy-3-pyridyl
NH propyl 0CO0OMe 5-hydroxy-3-pyridyl
NH propyl OCOOMe 6-hydroxy-3-pyridy!l
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NH propyl OCOOMe 2-mercapto-3-pyridyl
NH propyl OCOOMe 4-mercapto-3-pyridyl
NH propyl OCOOMe b6-mercapto-3-pyridyl
NH propyl OCOOMe 6-mercapto-3-pyridyl
NH propyl 0COOMe 2-methylthio-3-pyridyl
NH propyl OCOOMe 4-methylthio-3-pyridyl
NH propyl OCOOMe 5-methylthio-3-pyridyl
NH propyl OCOOMe 6-methylthio-3-pyridyl
NH propyl OCOOMe 2,6-dimethyl-3-pyridyl
NH propyl OCOOMe 6,6-dimethy}-3-pyridyl
NH propyl OCOOMe 2,6-diethyl-3-pyridyl
NH propyl 0OCOOMe 5,6-diethyl-3-pyridyl
NH propyl OCOOMe 2,6-dimethoxy-3-pyridyl
NH propyl 0OCOOMe 5,6-dimethoxy-3-pyridyl
NH propyl OCOOMe 2,6-diethoxy-3-pyridyl
NH propyl OCOOMe 5,6-diethoxy-3-pyridyl
NH propyl OCOOMe 2,6-dichloro-3-pyridyl
NH propyl OCOOMe 5,6-dichloro-3-pyridyl
NH propyl OCOOMe S-chloro-6-metboxy-3-pyridyl
NH propyl OCOOMe 5-chloro-6-ethoxy-3-pyridyl
NH- propyl OCOOMe 2-chloro-6-methyl-3-pyridyl
NH propyl 0OCOOMe 6-chloro-2-methyl-3-pyridyl
NH propyl OCOOMe 2-methyl-4-pyridyl
NH propyl 0OCOOMe 2-ethyl-4-pyridyl
NH propyl 0OCOOMe 2-methoxy-4-pyridyl
NH propyl OCOOMe 2-ethoxy-4-pyridyl
NH propy} 0OCOOMe 2-chloro-4-pyridyl
NH propyl OCOOMe 2-dimethylamino-4-pyridyl
NH propyl OCOOMe 2-(1-pyrrolidinyl)-4-pyridyl
NH propyl OCOOMe 2-piperidino-4-pyridyl
NH propyl 0OCOOMe 2-morpholino-4-pyridyl
NH propyl OCOOMe 2-methylihio-4-pyridyl
NH propyl OCOOMe 2-pyrazinyl
NH propyl OCOOMe 5-methyl-2-pyrazinyl
NH propyl OCOOMe 5-ethyl-2-pyrazinyl
NH propyl OCOOMe 5-methoxy-2-pyrazinyl
NH propyl OCOOMe 5-ethoxy-2-pyrazinyl
NH propyl OCOOMe 5-chloro-2-pyrazinyl
NH propyl OCOOMe 6-methyl-2-pyrazinyl
NH propyl 0OCOOMe 6-methoxy-2-pyrazinyl
NH propyl OCOOMe | 6-chloro-2-pyrazinyl
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NH propyl OCOOEt 2-pyridyl
NH propyl OCOOEt 3-pyridyl
NH propyl OCOOEt 4-pyridyl
NH propyl OCOOEt 2-methyl-3-pyridyl
NH propyl OCOOE1 4-methyl-3-pyridyl
NH propyl QCOOEt 5-methyl-3-pyridyl
NH propyl QOCOOQEt 6-methyl-3-pyridyl
NH propyl OCOOEt 2-ethyl-3-pyridyl
NH propyl OCOOEt 4-ethyl-3-pyridyl
NH propyl OCOOEt 5-ethyl-3-pyridyl
NH propyl OCOOEt 6-ethyl-3-pyridyl
NH . propyl OCOOEt 2-methoxy-3-pyridyl
NH propyl OCOOEL 4-methoxy-8-pyridyl
NH propyl -OCOOEt 5-methoxy-3-pyridyl
NH propyl QCOOEt 6-methoxy-3-pyridyl
NH propyl OCOOEt 2-ethoxy-3-pyridyl
NH propyl OCOOEt 4-ethoxy-8-pyridyl
NH propyl OCOOEt 6-ethoxy-3-pyridyl
NH propyl OCOOEt 6-ethoxy-3-pyridyl
NH propyl OCOOE¢ 2-chloro-3-pyridyl
NH propyl OCOOEt 4-chloro-3-pyridyl
NH propyl OCOOEt 5-chloro-3-pyridyl
NH propyl OCOOQEt 6-chloro-3-pyridyl
NH propyl OCOOEt 2-fluoro-3-pyridyl
NH propyl OCOOEtL 4-fluoro-3-pyridyl
NH propyl OCOOEt 5-fluoro-3-pyridyl
NH propyl OCOOEt 6-fluoro-3-pyridyl
NH propyl OCOOEt 2-dimethylamino-3-pyridyl
NH propyl OCOOEt 4-dimethylamino-3-pyridyl
NH propyl OCOOEt 5-dimethylamino-3-pyridyl
NH propyl OCOOEt 6-dimethylamino-3-pyridyl
NH propyl OCOOEt 2-(1-pyrrolidinyl)-3-pyridyl
NH propyl OCOOE4 8-(1-pyrrolidinyl)-3-pyridyl
NH propyl OCOOEt 5-(1-pyrrolidinyl)-3-pyridyl
NH propyl OCOOE} 6-(1-pyrrolidinyl)-3-pyridyl
NH propyl OCOOEt 2-piperidino-3-pyridyl
NH propyl OCOOEt 4-piperidino-3-pyridyl
NH propyl OCOOEt 5-piperidino-3-pyridyl
NH |. propyl OCOOEt 6-piperidino-3-pyridyl
NH propyl OCOOEt 2-morpholino-3-pyridyl
NH propyl OCOOEt d-morpholino-3-pyridyl
NH propyl 0OCOOEFEt 5-morpholino-3-pyridyl
NH propyl OCOOEt 6-morpholino-3-pyridyl
NH propyl OCOOEt 2-hydroxy-3-pyridyl
NH propyl OCOOEt 4-hydroxy-3-pyridyl
NH propyl OCOOEt 5-hydroxy-3-pyridyl
NH propyl OCOOEt 6-hydroxy-3-pyridyl
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NH propyl OCOOEt 2-mercapto-3-pyridyl
NH propyl OCOOEt 4-mercapto-3-pyridyl
NH propyl OCOOE%t 5-mercapto-3-pyridyl
NH propyl OCOOE¢t 6-mercapte-3-pyridyl
NH propyl OCOOEt 2-methylthio-3-pyridyl
NH propyl OCOOEt 4-methylthio-3-pyridyl
NH propyl OCOOEt 5-methylthio-3-pyridyl
NH propyl OCOOEt 6-methylthio-3-pyridyl
NH propyl 0COOEt 2,6-dimethyl-3-pyridyl
NH propyl OCOOEt 5,6-dimethyl-3-pyridyl
NH propyl OCOOEt 2,6-diethyl-3-pyridyl
NH propyl OCOOEt 5,6-diethyl-3-pyridyl
NH propyl OCOOEt 2,6-dimethoxy-3-pyridyl
NH propyl OCOOEt 5,6-dimethoxy-3-pyridyl
NH propyl OCOOEt 2,6-diethoxy-3-pyridyl
NH propyl OCOOE¢t 5,6-diethoxy-3-pyridyl
NH propyl OCOOEt 2,6-dichloro-3-pyridyl
NH propyl OCOOEt 5,6-dichloro-3-pyridyl
NH propyl OCOOEt 5-chloro-6-methoxy-3-pyridyl
NH propyl OCOOEt 5-chloro-6-ethoxy-3-pyridyl
NH propy! OCOOQEt 2-chloro-6-methyl-3-pyridyl
NH propyl OCOOEt 6-chloro-2-methyl-3-pyridyl
NH propyl OCOOEt 2-methyl-4-pyridyl
NH propyl OCOOEt 2-ethyl-4-pyridyl
NH propyl OCOOE+t 2-methoxy-4-pyridyl
NH propyl OCOOEt 2.ethoxy-4-pyridyl
NH propyl OCOOEt 2-chloro-4-pyridyl
NH propyl OCOOEt 2-dimethylamino-4-pyridyl |
NH propyl OCOOQEt 2-(1-pyrrolidinyl)-4-pyridyl
NH propyl OCOOEt 2-piperidino-4-pyridyl
NH propyl OCOOEt 2-morpholino-4-pyridyl
NH propyl OCOOEt 2-methylthio-4-pyridyl
NH propyl OCOOEt 2-pyrazinyl
NH propyl OCOOEt 5-methyl-2-pyrazinyl
NH propyl OCOOEt 5-ethyl-2-pyrazinyl
NH propyl OCOOEt 5-methoxy-2-pyrazinyl
NH propyl OCOOEt 5-ethoxy-2-pyrazinyl
NH propyl OCOOEt 5-chloro-2-pyrazinyl
NH propyl OCOOE1 6-methyl-2-pyrazinyl
NH propyl OCOOEt 6-methoxy-2-pyrazinyl
NH propyl 0COOEt 6-chloro-2-pyrazinyl
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NH n-butyl OH 2-pyridyl
NH n-butyl OH 3-pyridyl
NH n-butyl OH 4-pyridyl
NH n-butyl OH 2-methyl-3-pyridyl
NH n-butyl OH 4-methyl-3-pyridyl
NH n-butyl OH 5-methyl-3-pyridyl
NH n-pbutyl o 6-methyl-3-pyridyl
NH n-butyl OH 2-ethyl-3-pyridyl
NH n-butyl OH 4-ethyl-3-pyridyl
NH n-butyl OH 5-ethyl-3-pyridyl
NH - n-butyl OH 8-ethyl-3-pyridyl
NH n-butyl OH 2-methoxy-3-pyridyl
NH n-butyl OH 4-methoxy-3-pyridyl
NH n-butyl OH 6-methoxy-3-pyridyl
NH n-butyl OH 6-methoxy-3-pyridyl
NH n-butyl oH 2-ethoxy-3-pyridyl
NH n-butyl OH 4-ethoxy-3-pyridyl
NH n-butyl OH 5-ethoxy-3-pyridyl
NH n-butyl OH 6-ethoxy-3-pyridyl
NH n-butyl OH 2-chloro-3-pyridyl
NH n-hutyl OH 4-chloro-3-pyridyl
NH n-butyl OH 5-chloro-3-pyridyl
NH n-butyl OH 6-chloro-3-pyridyl
NH n-butyl OH 2-fluoro-8-pyridyl
NH n-butyl OH 4-fluoro-3-pyridyl
NH n-butyl OH 5-fluoro-3-pyridyl
NH n-butyl OH 8-fluoro-3-pyridyl
NH n-butyl OH 2-dimethylamino-8-pyridyl
NH n-butyl OH 4-dimethylamino-3-pyridyl
NH n-butyl OH 5-dimethylamino-3-pyridyl
NH n-butyl OH 6-dimethylamino-3-pyridyl
NH n-butyl OH 2-(1-pyrrolidinyl)-3-pyridyl
NH n-butyl OH 3-(1-pyrrolidinyl)-3-pyridyl
NH n-butyl OH 5-(1-pyrrolidinyl)-3-pyridyl
NH n-butyl OH 6-(1-pyrrolidinyl)-3-pyridyl
NH n-butyl OH 2-piperidino-3-pyridyl
NH n-butyl OH 4-piperidino-3-pyridyl
NH n-butyl OH 5-piperidino-3-pyridyl
NH- n-butyl OH 6-piperidino-3-pyridyl
NH n-butyl OH 2-morpholino-3-pyridyl
NH n-butyl OH 4-morpholino-3-pyridyl
NH n-butyl OH 5-morpholino-3-pyridyl
NH n-butyl OH 6-morpholino-3-pyridyl
NH n-butyl OH 2-hydroxy-3-pyridyl
NH n-butyl OH 4-hydroxy-3-pyridyl
NH n-butyl OH 5-hydroxy-3-pyridyl
NH n-butyl OH 6-hydroxy-3-pyridy}
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NH n-butyl OH 2-merecapto-3-pyridyl
NH n-butyl OH 4-mercapto-3-pyridyl
NH n-butyl OH 5-mercapto-3-pyridyl
NH n-butyl OH 6-mercapto-3-pyridyl
NH n-butyl OH 2-methylthio-3-pyridyl
NH n-butyl OH 4-methylthio-3-pyridyl
NH n-butyl OH 5-methylthio-3-pyridyl
NH n-butyl OH 6-methylthio-3-pyridyl
NH n-butyl OH 2,6-dimethyl-3-pyridyl
NH n-butyl OH 5,6-dimethyl-3-pyridyl
NH n-butyl OH 2,6-diethyl-3-pyridyl
NH n-butyl OH 5,6-diethyl-8-pyridyl
NH n-butyl OH 2,6-dimethoxy-3-pyridyl
NH n-butyl OH 5,6-dimethoxy-3-pyridyl
NH n-butyl OH 2,6-diethoxy-3-pyridyl
NH n-butyl OH 5,6-diethoxy-3-pyridyl
NH n-butyl OoH 2,6-dichloro-3-pyridyl
NH n-butyl OH 5,6-dichloro-3-pyridyl
NH n-butyl OH S~chloro-6-methoxy-3-pyridyl
NH n-butyl OH 5-chloro-6-ethoxy-3-pyridyl
NH n-butyl OH 2-chloro-6-methyl-3-pyridyl
NH n-butyl OH 6-chloro-2-methyl-3-pyridyl
NH n-butyl OH 2-methyl-4-pyridyl
NH n-butyl OH 2-ethyl-4-pyridyl
NH n-butyl OH 2-methoxy-4-pyridyl
NH n-butyl OH 2-ethoxy-4-pyridyl
NH n-butyl OH 2-chloro-4-pyridyl
NH n-butyl OH 2-dimethylamino-4-pyridyl
NH n-butyl OH 2-(1-pyrrolidinyl)-4-pyridyl
NH n-butyl OH 2-piperidino-4-pyridyl
NH n-butyl - OH 2-morpholino-4-pyridyl
NH n-butyl OH 2-methylthio-4-pyridyl
NH n-butyl. OH 2-pyrazinyl
NH n-butyl OH 5-methyl-2-pyrazinyl
NH n-butyl OH 5-ethyl-2-pyrazinyl
NH n-butyl OH 5-methoxy-2-pyrazinyl
NH n-butyl OH 5-ethoxy-2-pyrazinyl
NH n-butyl OH 5-chloro-2-pyrazinyl
NH n-butyl OH 6-methyl-2-pyrazinyl
NH n-butyl OH 6-methoxy-2-pyrazinyl
NH n-butyl OH 6-chloro-2-pyrazinyl
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NH n-butyl 0OCOOMe 2-pyridyl
NH n-butyl OCOOMe 3-pyridyl
NH n-butyl 0COOMe 4-pyridyl
NH n-butyl OCOOMe 2-methyl-3-pyridyl
NH n-butyl 0COOMe 4-methyl-3-pyridyl
NH n-butyl OCOOMe 5-methyl-3-pyridyl
NH n-butyl 0COOMe 6-methyl-3-pyridyl
NH n-butyl 0OCOOMe 2-ethyl-3-pyridyl
NH n-butyl OCOOMe 4-ethyl-3-pyridyl
NH n-butyl 0OCOOMe 5-ethyl-3-pyridyl
NH n-butyl 0OCOOMe 6-ethyl-3-pyridyl
NH n-butyl 0OCOOMe 2-methoxy-3-pyridyl
NH n-butyl OCOOMe - 4-methoxy-8-pyridyl
NH -n-butyl 0CO0OMe 5-methoxy-3-pyridyl-
NIT n-butyl 0CO0OMe 6-methoxy-3-pyridyl
NH n-butyl 0COOMe 2-ethoxy-3-pyridyl
NH n-butyl 0OCOOMe 4-ethoxy-3-pyridyl
NH | n-butyl OCOOMe 5-ethoxy-3-pyridyl
NH n-butyl OCOOMe G-ethoxy-3-pyridyl
NH n-butyl 0OCOOMe 2-chloro-3-pyridyl
NH n-butyl OCOOMe 4-chloro-3-pyridyl
NH n-butyl 0COOMe 5-chloro-3-pyridyl
NH n-butyl 0COOMe 6-chloro-3-pyridyl
NH n-butyl 0COOMe 2-fluoro-3-pyridyl
NH n-butyl OCOOMe 4-fluoro-3-pyridyl
NH n-butyl OCOOMe b-fluoro-3-pyridyl
NH n-butyl 0OCOOMe 6-fluoro-3-pyridyl
NH n-butyl 0COOMe 2-dimethylamino-3-pyridyl
NH n-butyl 0COO0OMe 4-dimethylamino-3-pyridyl
NH . n-butyl OCOOMe §-dimethylamino-3-pyridyl
NH n-butyl OCOOMe 6-dimethylamino-3-pyridyl
NH n-butyl 0OCOOMe 2-(1-pyrrolidinyl)-3-pyridyl
NH n-butyl 0OCOOMe 3-(1-pyrrolidinyl)-3-pyridyl
NH n-butyl OCOOMe 5-(1-pyrrolidinyl)-3-pyridyl |.
NH n-butyl OCOOMe 6-(1-pyrrolidinyl)-3-pyridyl
NH n-butyl 0COOMe 2-piperidinu-3-pyridyl
NH n-butyl OCOOMe 4-piperidino-3-pyridyl
NH n-butyl OCOOMe 5-piperidino-3-pyridyl
NH n-butyl 0OCOOMe 6-piperidino-3-pyridyl
NH n-butyl OCOOMe 2-morpholino-8-pyridyl
NH n-butyl OCOOMe 4-morpholino-3-pyridyl
NH n-butyl 0COOMe 5-morpholino-3-pyridyl
NH n-butyl 0OCOOMe 6-morpholino-3-pyridyl
NH n-butyl 0COOMe 2-hydroxy-3-pyridyl
NH n-butyl 0OCOOMe 4-hydroxy-3-pyridyl
NH n-butyl OCOOMe 5-hydroxy-3-pyridyl
NH n-butyl OCOOMe 6-hydroxy-3-pyridyl
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NH n-butyl OCOOMe 2-mercapto-3-pyridyl
NH n-butyl OCOOMe 4-mercapto-8-pyridyl
NH n-butyl OCOOMe 5-mercapto-3-pyridyl
NH n-butyl OCOOMe 6-mercapto-3-pyridyl
NH n-butyl 0OCOOMe 2-methylthio-3.-pyridy!
NH n-butyl 0OCOOMe 4-methylthio-3-pyridyl
NH n-butyl 0OCOOMe 5-methylthio-3-pyridyl
NH n-butyl OCOOMe 6-methylthio-3-pyridyl
NH n-butyl OCOOMe 2,6-dimethyl-3-pyridyl
NH n-butyl OCOOMe 5,6-dimethyl-3-pyridyl
NH n-butyl OCOOMe 2,6-diethyl-3-pyridyl
NH n-butyl OCOOMe 5,6-diethyl-3-pyridyl
NH n-butyl OCOOMe 2,6-dimethoxy-3-pyridyl
NH n-butyl OCOOMe 5,6-dimethoxy-3-pyridyl
NH n-butyl OCOOMe 2,6-diethoxy-3-pyridyl
NH n-butyl 0OCOOMe 5,8-diethoxy-3-pyridyl
NH n-butyl 0OCOOMe 2,6-dichloro-3-pyridyl
NH n-butyl OCOOMe 5,6-dichloro-3-pyridyl
NH n-butyl OCOOMe 5-chloro-6-methoxy-3—pyridyl
NH n-butyl OCOOMe 5-chloro-6-ethoxy-3-pyridyl
NH n-butyl OCOOMe 2-chloro-6-methyl-3-pyridyl
NH n-butyl OCOOMe 6-chloro-2-methyl-3-pyridyl
NH n-butyl OCOOMe 2-methyl-4-pyridyl
NH n-butyl OCOOMe 2-ethyl-4-pyridyl
NH n-butyl 0OCOOMe 2-methoxy-4-pyridyl
NH n-butyl OCOOMe 2-ethoxy-4-pyridyl
NH n-butyl OCOOMe 2-chloro-4-pyridyl
NH n-butyl OCOOMe 2-dimethylamino-4-pyridyl
NH n-butyl OCOOMe 2-(1-pyrrolidinyl)-4-pyridyl
NH n-butyl OCOOMe 2-piperidino-4-pyridyl
NH n-butyl OCOOMe 2-morpholino-4-pyridyl
NH n-butyl OCOOMe 2-methylthio-4-pyridyl
NH n-butyl OCOOMe 2-pyrazinyl
NH n-butyl OCOOMe 5-methyl-2-pyrazinyl
NH n-butyl OCOOMe 5-ethyl-2-pyrazinyl
NH n-butyl OCOOMe 5-methoxy-2-pyrazinyl
NH n-butyl OCOOMe 5-ethoxy-2-pyrazinyl
NH n-butyl OCOOMe 5-chloro-2-pyrazinyl
NH n-butyl OCOOMe 6-methyl-2-pyrazinyl
NH n-butyl 0OCOOMe 6-methoxy-2-pyrazinyl
n-butyl OCOOMe 6-chloro-2-pyrazinyl
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NH n-butyl OCOOEt 2-pyridyl
NH n-butyl OCOOQEt 3-pyridyl
NH n-butyl OCOOEt 4-pyridyl
NH n-butyl OCOOEt 2-methyl-3-pyridyl
NH n-butyl OCOOEt 4-methyl-3-pyridyl
NH n-butyl OCOOEL 5-methyl-3-pyridyl
NH n-butyl OCOOEt 6-methyl-3-pyridyl
NH n-butyl OCOOEt 2-ethyl-3-pyridyl
NH n-hutyl OCOOEt 4-ethyl-3-pyridyl
NH n-butyl QCOOEt 5-ethyl-3-pyridyl
NH n-butyl OCOOEt 6-ethyl-3-pyridyl
NH n-butyl OCOOEt 2-methoxy-3-pyridyl
NH n-butyl OCOOBEt 4-methoxy-3-pyridyl
NH n-butyl OCOOEt 6-methoxy-3-pyridyl
NH n-butyl OCOOEt 6-methoxy-3-pyridyl
NH n-butyl OCOOEt 2-ethoxy-3-pyridyl
NH n-butyl OCOOEt 4-ethoxy-3-pyridyl
NH n-butyl OCOOEt 5-ethoxy-3-pyridyl
NH n-butyl OCOOEt 6-ethoxy-3-pyridy!
NH n-butyl OCOOEL 2-chloro-3-pyridyl
NH n-butyl OCOOEt 4-chloro-3-pyridyl
NH n-butyl OCOOEt G-chloro-3-pyridyl
NH n-butyl OCOOEt 6-chloro-3-pyridyl
NH n-butyl OCOOEt 2-fluoro-3-pyridyl
NH n-butyl OCOOEL 4-fluoro-3-pyridyl
NH n-butyl OCOOEt §-fluoro-3-pyridyl
NH n-butyl OCOOEL 6-fluoro-3-pyridyl
NH n-butyl OCOOEt 2-dimethylamino-3-pyridyl
NH n-butyl OCOOQEt 4-dimethylamino-3-pyridyl
NH n-butyl OCOOELt 5-dimethylamino-3-pyridyl
NH n-butyl OCOOEt 6-dimethylamino-3-pyridyl
NH n-butyl OCOOEt 2-(1-pyrrolidinyl)-8-pyridyl
NH n-butyl OCOOEt 3-(1-pyrrolidinyl)-3-pyridyl
NH n-butyl OCOOEt 5-(1-pyrrolidinyl)-3-pyridyl
NH n-butyl OCOOEt 6-(1-pyrrolidinyl)-3-pyridyl
NH n-butyl OCOOEt 2-piperidino-3-pyridyl
NH n-butyl OCOOEt 4-piperidino-3-pyridyl
NH n-butyl OCOOEt 5-piperidino-3-pyridyl
NH n-butyl OCOOEt 6-piperidino-3-pyridyl
NH n-butyl QCOOEL 2-morpholino-3-pyridyl
NH n-butyl OCOOEt 4-morpholino-3-pyridyl
NH n-butyl OCOOEt 5-morpholino-3-pyridyl
NH n-butyl OCOOEt 6-morpholino-3-pyridyl
NH n-butyl OCOOEt 2-hydroxy-3-pyridyl
NH n-butyl OCOOQEt 4-hydroxy-3-pyridyl
NH n-butyl OCOOEt 5-hydroxy-3-pyridyl
NH n-butyl OCOOEt 6-hydroxy-3-pyridyl
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NH n-hutyl OCQOEt 2-mercapto-3-pyridyl
NH n-butyl OCOOE+t 4-mercapto-3-pyridyl
NH n-butyl OCOOEt 5-mercapto-3-pyridyl
NH n-butyl OCOOEt 6-mercapto-3-pyridyl
NH n-butyl OCOOEt 2-methylthio-3-pyridyl
NH n-butyl OCOOEt 4-methylthio-3-pyridyl
NH n-butyl OCOOEt 5-methylthio-3-pyridyl
NH n-butyl OCOOEt 6-methylthio-3-pyridyl
NH n-butyl OCOOEt 2,6-dimethyl-3-pyridyl
NH n-butyl OCOOEt 5,6-dimethyl-3-pyridyl
NH n-butyl OCOOEt 2,6-diethyl-8-pyridyl
NH n-butyl OCOOEt 5,6-diethyl-8-pyridyl
NH n-butyl OCOOEt 2,6-dimethoxy-3-pyridyl
NH n-butyl OCOOEt 5,6-dimethoxy-3-pyridyl
NH n-butyl OCOOEt 2,8-diethoxy-8-pyridyl
NH n-butyl OCOOEt 5,6-diethoxy-3-pyridyl
‘NH n-butyl OCOOEt 2,6-dichloro-3-pyridyl
NH n-butyl OCOOEt 5,6-dichloro-3-pyridyl
NH n-butyl 0OCOOEt 5-chloro—6-metboxy—3-pyridyl
NH n-butyl OCOOEt §-chloro-6-ethoxy-3-pyridyl
NH n-butyl 0COOEt 2-chloro-6-methyl-8-pyridyl
NH n-butyl OCOOEt 6-chloro-2-methyl-3-pyridyl
NH n-butyl OCOOEt 2-methyl-4-pyridyl
NH n-butyl OCOOEL 2-ethyl-4-pyridyl
NH n-butyl OCOOEtL 2-methoxy-4-pyridyl
NH n-butyl OCOOEt 2-ethoxy-4-pyridyl
NH n-butyl OCOOEt 2-chloro-4-pyridyl
NH n-butyl OCOOE¢t 2-dimethylamino-4-pyridyl
NH n-butyl OCOOEt 2-(1-pyrrolidinyl)-4-pyridyl
NH n-butyl OCOOEt 2-piperidino-4-pyridyl
NH n-butyl OCOOEt 2-morpholino-4-pyridyl
NH n-butyl OCOOEtL 2-methylthio-4-pyridyl
NH n-butyl - OCOOEt 2-pyrazinyl
NH n-butyl OCOOEt 5-methyl-2-pyrazinyl
NH n-butyl OCOOEt 5-ethyl-2-pyrazinyl
NH n-butyl OCOOEt 5-methoxy-2-pyrazinyl
NH n-butyl OCOOEt 5-ethoxy-2-pyrazinyl
NH n-butyl OCOOE¢t 5-chloro-2-pyrazinyl
NH n-butyl OCOOEt 6-methyl-2-pyrazinyl
NH n-butyl OCOOEt 6-methoxy-2-pyrazinyl
NH n-butyl OCOOE& 6-chloro-2-pyrazinyl
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NH n-pentyl OH 2-pyridyl
NH n-pentyl OH 3-pyridyl
NH n-pentyl OH 4-pyridyl
NH n-pentyl OH 2-methyl-3-pyridyl
NH n-pentyl OH 4-methyl-3-pyridyl
NH n-pentyl OH 5-methyl-3-pyridyl
NH n-pentyl OH 6-methyl-3-pyridyl -
NH n-pentyl OH 2-ethyl-3-pyridyl
NH n-pentyl OH 4-ethyl-3-pyridyl
NH n-pentyl OH 5-ethyl-3-pyridyl
NH n-pentyl (8)54 6-ethyl-3-pyridyl
NH n-pentyl OH 2-methoxy-3-pyridyl
NH n-pentyl OH 4-methoxy-3-pyridyl
NH n-pentyl Ol S5-methoxy-3-pyridyl
NH n-pentyl OH 6-methoxy-8-pyridyl
NH n-pentyl OH 2-ethoxy-3-pyridyl
NH n-pentyl OH 4-ethoxy-3-pyridyl
NH - n-pentyl OH 5-ethoxy-3-pyridyl
NH n-pentyl OH 6-ethoxy-3-pyridyl
NH n-pentyl OH 2-chloro-3-pyridyl
NH n-pentyl OH 4-chloro-8-pyridyl
NH n-pentyl OH 5-chloro-3-pyridyl
NH n-pentyl OH 6-chloro-3-pyridyl
NH n-pentyl OH 2-fluoro-3-pyridyl
NH n-pentyl OH 4-fluoro-3-pyridyl
NH " n-pentyl OH 5-fluoro-3-pyridyl
NH n-pentyl OH 6-fluoro-3-pyridyl
NH n-pentyl OH 2-dimethylamino-3-pyridyl
NH n-pentyl OH 4-dimethylamino-3-pyridyl
NH n-pentyl OH 5-dimethylamino-3-pyridyl
NH n-pentyl OH 6-dimethylamino-3-pyridyl
NH n-pentyl OH 2-(1-pyrrolidinyl)-3-pyridyl
NH n-pentyl OH 3-(1-pyrrolidinyl)-3-pyridyl
NH n-pentyl OH 5-(1-pyrrolidinyl)-3-pyridyl
NH n-pentyl OH 6-(1-pyrrolidinyl)-3-pyridyl
NH n-pentyl OH 2-piperidino-3-pyridyl
NH n-pentyl OH 4-piperidiro-3-pyridyl
NH n-pentyl OH 5-piperidino-3-pyridyl
NH n-pentyl OH 6-piperidino-3-pyridyl
NH n-pentyl OH 2-morpholino-3-pyridyl
NH n-pentyl OH 4-morpholino-3-pyridyl
NH n-pentyl OH 5-morpholino-3-pyridyl
NH n-pentyl OH 6-morpholino-3-pyridyl
NH n-pentyl OH : 2-hydroxy-3-pyridyl
NH n-pentyl OH 4-hydroxy-3-pyridyl
NH n-pentyl OH 5-hydroxy-3-pyridyl
NH n-pentyl OH 8-hydroxy-3-pyridyl
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NH n-pentyl OH 2-mercapto-3-pyridyl
NH n-pentyl OH 4-mercapto-3-pyridyl
NH n-pentyl OH 5-mercapto-8-pyridyl
NH n-pentyl OH 6-mercapto-3-pyridyl
NH n-pentyl OH 2-methyithio-8-pyridyl
NH n-pentyl OH 4-methylthio-8-pyridyl
NH n-pentyl OH §-methylthio-3-pyridyl
NH n-pentyl OH 6-methylthio-3-pyridyl
NH n-pentyl OH 2,6-dimethyl-3-pyridyl
NB n-pentyl OH 5,6-dimethyl-3-pyridyl
NH n-pentyl OH 2,6-diethyl-3-pyridyl
NH n-pentyl OH 5,6~-diethyl-8-pyridyl
NH n-pentyl OH 2,6-dimethoxy-3-pyridyl
NH n-pentyl OH 5,6-dimethoxy-3-pyridyl
NH n-pentyl OH 2,6-diethoxy-8-pyridyl
NH n-pentyl OH 5,6-diethoxy-3-pyridyl
NH n-pentyl OH 2,6-dichloro-3-pyridyl
NH n-pentyl OH 5,6-dichloro-3-pyridyl
NH n-pentyl OH S-chloro-6-methoxy—-3-pyridyl
NH n-pentyl OH 5-chloro-6-ethoxy-3-pyridyl
NH n-pentyl OH 2-chloro-6-methyl-3-pyridyl
NH n-pentyl OH 6-chloro-2-methyl-3-pyridyl
NH n-pentyl OH 2-methyl-4-pyridyl
NH n-pentyl OH 2-ethyl-4-pyridyl
NH n-pentyl OH . 2-methoxy-4-pyridyl
NH n-pentyl - OH 2-ethoxy-4-pyridyl
NH n-pentyl OH 2-chloro-4-pyridyl
NH n-pentyl OH 2-dimethylamino-4-pyridyl
NH n-pentyl OH 2-(1-pyrrolidinyl)-4-pyridyl |-
NH n-pentyl OH 2-piperidino-4-pyridyl
NH n-pentyl OH 2-morpholino-4-pyridyl
NH n-pentyl OH 2-methylthio-4-pyridyl
NH n-pentyl OH 2-pyrazinyl
NH n-pentyl OH 5-methyl-2-pyrazinyl
NH n-pentyl OH 5-ethyl-2-pyrazinyl
NH n-pentyl OH 5-methoxy-2-pyrazinyl
NH n-pentyl OH 5-ethoxy-2-pyrazinyl
NH n-pentyl OH 5-chloro-2-pyrazinyl
NH n-pentyl OH 6-methyl-2-pyrazinyl
NH n-pentyl OH 6-methoxy-2-pyrazinyl
NH n-pentyl OH 6-chloro-2-pyrazinyl
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X R! R? Y
NH n-pentyl OCOOMe 2-pyridyl
NH n-pentyl OCOOMe 3-pyridyl
NH n-pentyl OCO0Me 4-pyridyl
NH n-pentyl OCOOMe 2-methyl-3-pyridyl
NH n-pentyl OCOOMe 4-methyl-3-pyridyl
NH n-pentyl OCOOMe 5-methyl-3-pyridyl
NH n-pentyl OCOOMe 6-methyl-3-pyridyl
NH n-pentyl OCOOMe 2-ethyl-3-pyridyl
NH n-pentyl OCOOMe 4-ethyl-3-pyridyl
NH n-pentyl 0OCOOMe 5-ethyl-8-pyridyl
NH n-pentyl OCOOMe 6-ethyl-3-pyridyl
NH n-pentyl OCOOMe 2-methoxy-3-pyridyl
NH n-pentyl OCOOMe 4-methoxy-3-pyridyl
NH n-pentyl OCOOMe - 5-methoxy-8-pyridyl
NH _ n-pentyl OCOOMe 6-methoxy-3-pyridyl
NH n-pentyl 0OCOOMe 2-ethoxy-3-pyridyl
NH n-pentyl OCOOMe 4-ethoxy-3-pyridyl
NH n-pentyl OCOOMe . 6-ethoxy-3-pyridyl
NH n-pentyl 0OCOOMe 6-ethoxy-3-pyridyl
NH n-pentyl OCOOMe 2-chloro-3-pyridyl
NH | n-pentyl OCOOMe 4-chloro-3-pyridyl
NH n-pentyl OCOOMe 5-chloro-3-pyridyl
NH n-pentyl OCOOMe 6-chloro-3-pyridyl
NH n-pentyl 0OCOOMe 2-fluoro-3-pyridyl
NH n-pentyl 0OCOOMe 4-fluoro-3-pyridyl
NH n-pentyl OCOO0OMe 5-fluoro-3-pyridyl
NH n-pentyl OCOOMe 6-fluoro-3-pyridyl
NH n-pentyl OCOOMe 2-dimethylamino-3-pyridyl
NH n-pentyl 0OCOOMe 4-dimethylamino-3-pyridyl
NH n-pentyl OCOOMe 5-dimethylamino-3-pyridyl
NH n-pentyl OCOOMe 6-dimethylamino-3-pyridyl
NH n-pentyl OCOOMe 2-(1-pyrrolidinyl)-3-pyridyl
NH n-pentyl OCOOMe 3-(1-pyrrolidinyl)-3-pyridyl
NH n-pentyl OCOOMe 5-(1-pyrrolidinyl)-3-pyridyl
NH n-pentyl OCOOMe 6-(1-pyrrolidinyl)-3-pyridyl
NH n-pentyl OCOOMe 2-piperidine-3-pyridyl
NH n-pentyl OCOOMe 4-piperidino-3-pyridyl
NH n-pentyl OCOOMe 5-piperidine-3-pyridyl
NH n-pentyl O0COOMe 6-piperidino-3-pyridy]
NH n-pentyl OCOOMe 2-morpholino-3-pyridyl
NH n-pentyl 0OCO0Me 4-morpholine-3-pyridyl
NH n-pentyl 0OCOO0OMe 5-morpholino-3-pyridyl
NH n-pentyl OCOOMe 6-morpholino-3-pyridyl
NH n-pentyl OCOOMe 2-hydroxy-3-pyridyl
NH n-pentyl OCOOMe 4-hydroxy-3-pyridyl
NH n-pentyl OCOOMe 5-hydroxy-3-pyridyl
NH n-pentyl OCOOMe 6-hydroxy-3-pyridyl
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NH n-pentyl OCOOMe 2-mercapto-3-pyridyl
NH n-pentyl OCOOMe 4-mercapto-3-pyridyl
NH n-pentyl OCOOMe 5-mercapto-3-pyridyl
NH n-pentyl 0COOMe 6-mercapto-3-pyridyl
NH n-pentyl 0CO0OMe 2-methylthio-3-pyridyl
NH n-pentyl 0OCOOMe 4-methylthio-3-pyridyl
NH n-pentyl OCOOMe 5-methylthio-3-pyridyl
NH n-pentyl OCOOMe 6-methylthio-3-pyridyl
NH n-pentyl OCOOMe 2,6-dimethyl-3-pyridyl
NH n-pentyl OCOOMe 5,6-dimethyl-3-pyridyl
NH n-pentyl 0OCOOMe- 2,6-diethyl-3-pyridyl
NH n-pentyl OCOOMe 5,6-diethyl-3-pyridyl
NH n-pentyl 0OCOOMe 2,6-dimethoxy-3-pyridyl
NH n-pentyl OCOOMe 5,6-dimethoxy-3-pyridyl
NH n-pentyl O0COOMe 2,6-diethoxy-3-pyridyl
NH n-pentyl OCOOMe 5,6-diethoxy-3-pyridyl
NH n-pentyl OCOOMe 2,6-dichloro-3-pyridyl
NH n-pentyl 0OCOOMe 5,6-dichloro-3-pyridyl
NH n-pentyl 0COOMe 5-chloro-6-methoxy-3-pyridyl
NH n-pentyl OCOOMe 5-chloro-6-ethoxy-3-pyridyl
NH n-pentyl OCOOMe 2-chloro-6-methyl-3-pyridyl
NH n-pentyl 0OCOOMe 6-chloro-2-methyl-3-pyridyl
NH n-pentyl OCOOMe 2-methyl-4-pyridyl
NH n-pentyl OCOOMe 2-ethyl-4-pyridyl
NH n-pentyl OCOOMe 2-methoxy-4-pyridyl
NH n-pentyl OCOOMe 2-ethoxy-4-pyridyl
NH n-pentyl OCOOMe 2-chloro-4-pyridyl
NH n-pentyl 0OCOOMe 2-dimethylamino-4-pyridyl
NH n-pentyl OCOOMe 2-(1-pyrrolidinyl)-4-pyridyl
NH n-pentyl OCOOMe 2-piperidino-4-pyridyl
NH n-pentyl OCOOMe 2-morpholino-4-pyridyl
NE n-pentyl OCOOMe 2-methylthio-4-pyridyl
NH n-pentyl 0OCOOMe 2-pyrazinyl
NH n-pentyl 0COOMe 5-methyl-2-pyrazinyl
NH n-pentyl OCOOMe 5-ethyl-2-pyrazinyl
NH n-pentyl OCOOMe 5-methoxy-2-pyrazinyl
NH n-pentyl 0OCOOMe 5-ethoxy-2-pyrazinyl
NH n-pentyl OCOOMe 5-chloro-2-pyrazinyl
NH n-pentyl 0OCOOMe 6-methyl-2-pyrazinyl
NH n-pentyl 0OCOOMe 6-methoxy-2-pyrazinyl
NH n-pentyl OCOOMe 6-chloro-2-pyrazinyl
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X R! R? Y

NH n-pentyl OCOOEL 2-pyridyl
NH n-pentyl OCOOEt 3-pyridyl
NH n-pentyl OCOOEL 4-pyridyl
NH n-pentyl 0OCOOEt 2-methyl-3-pyridyl
NH n-pentyl OCOOEL 4-methyl-3-pyridyl
NH n-pentyl OCOOEt 5-methyl-3-pyridyl
NH n-pentyl OCOOEt 6-methyl-3-pyridyl
NH n-pentyl OCOOQEt 2-ethyl-3-pyridyl
NH n-pentyl OCOOEt 4-ethyl-3-pyridyl
NH n-pentyl OCOOEt 6-ethyl-3-pyridyl
NH n-pentyl OCOOEt 6-ethyl-3-pyridyl
NH n-pentyl OCOOEt 2-methoxy-3-pyridyl
NH n-pentyl OCOOEt 4-methoxy-3-pyridyl
NH n-pentyl OCOOEt 5-methoxy-3-pyridyl
NH n-pentyl OCOOEt 6-methoxy-8-pyridyl
NH n-pentyl OCOOEtL 2-ethoxy-3-pyridyl
NH n-pentyl OCOOEt 4-ethoxy-8-pyridyl
NH n-pentyl OCOOQEtL 5-ethoxy-3-pyridyl
NH n-pentyl OCOOEt 6-ethoxy-3-pyridyl
NH n-pentyl OCOOEt 2-chloro-8-pyridyl
NH n-pentyl OCOOQEt 4-chloro-3-pyridyl
NH n-pentyl OCOQEt 5-chloro-3-pyridyl
NH n-pentyl QCOOEt 6-chloro-3-pyridyl
NH n-pentyl OCOOEt 2-fluoro-3-pyridyl
NH n-pentyl OCOOEt 4-fluoro-8-pyridyl
NH n-pentyl OCOOEt 5-fluoro-3-pyridyl
NH n-pentyl OCOOEt 6-fluoro-3-pyridyl
NH n-pentyl OCOOEt 2-dimethylamino-38-pyridyl
NH n-pentyl OCOOEt 4-dimethylamino-3-pyridyl
NH n-pentyl OCOOEt 6-dimethylamino-3-pyridyl
NH n-pentyl OCOOEt 6-dimethylamino-3-pyridyl
NH n-pentyl OCOOEt 2-(1-pyrrolidiny])-3-pyridyl
NH n-pentyl OCOOEt 3-(1-pyrrolidinyl)-3-pyridyl
NH n-pentyl OCOOE¢t 5-(1-pyrrolidinyl)-3-pyridyl
NH n-pentyl OCOOEt 6-(1-pyrrolidinyl)-8-pyridyl
NH n-pentyl OCOOEt 2-piperidine-3-pyridyl
NH n-pentyl OCOOEt 4-piperidine-3-pyridyl
NH n-pentyl OCOOEt 5-piperidino-3-pyridyl

* NH n-pentyl OCOOEt 6-piperidino-3-pyridyl
NH n-pentyl OCOOEt 2-morpholino-3-pyridyl
NH n-pentyl OCOOE¢ 4-morpholing-3-pyridyl
NH n-pentyl . OCQOEt 5-morpholino-3-pyridyl
NH n-pentyl OCOOEt 6-morpbolino-3-pyridyl
NH n-pentyl OCOOEt 2-hydroxy-3-pyridyl
NH n-pentyl OCOOEt 4-hydroxy-3-pyridyl
NH n-pentyl OCOOEt 5-hydroxy-3-pyridyl
NH n-pentyl OCOOEt 6-hydroxy-3-pyridyl
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NH n-pentyl OCOOEt 2-mercapto-3-pyridyl
NH n-pentyl OCOOKEt 4-mercapto-3-pyridyl
NH n-pentyl OCOOEt 5-mercapto-3-pyridyl
NH n-pentyl OCOOEt 6-mercapto-3-pyridyl
NH n-pentyl OCOOEt 2-methylthio-3-pyridyl
NH n-pentyl OCOOEt 4-methylthio-3-pyridyl
NH n-pentyl OCOOEt 5-methylthio-3-pyridyl
NH n-pentyl OCOOEt 6-methylthio-3-pyridyl
NH n-pentyl OCOOEt 2,6-dimethyl-3-pyridyl
NH n-pentyl OCOOEY 5,6-dimethyl-3-pyridyl
NH n-pentyl OCOOE¢t 2,6-diethyl-3-pyridyl
NH n-pentyl OCOOEt 5,6-diethyl-3-pyridyl
NH n-pentyl OCOOQEt 2,6-dimethoxy-3-pyridyl
NH n-pentyl OCOOEt 6,6-dimethoxy-3-pyridyl
NH n-pentyl OCOOEt 2,6-diethoxy-3-pyridyl
NH n-pentyl OCOOEt 5,6-diethoxy-3-pyridyl
NH n-pentyl OCOOEt 2,6-dichloro-3-pyridyl
NH n-pentyl OCOOEt 5,6-dichloro-3-pyridyl
NH n-pentyl OCOOEt 5-chloro—6-methoxy-3-pyridyl
NH n-pentyl OCOOEt 5-chloro-6-ethoxy-3-pyridyl
NH n-pentyl OCOOEt 2-chloro-6-methyl-3-pyridyl
NH n-pentyl OCOOEt 6-chloro-2-methyl-3-pyridyl
NH n-pentyl OCOOEt 2-methyl-4-pyridyl
NH n-pentyl OCOOEt 2-ethyl-4-pyridyl
NH n-pentyl OCOOEt 2-methoxy-4-pyridyl
NH n-pentyl OCOOEt 2-ethoxy-4-pyridyl
NH n-pentyl OCOOEt 2-chloro-4-pyridyl
NH n-pentyl OCOOEt 2-dimethylamino-4-pyridyl
NH n-pentyl OCOOEt 2-(1-pyrrolidinyl)-4-pyridyl
NH n-pentyl OCOOEt 2-piperidino-4-pyridyl
NH n-pentyl OCOOEt 2-morpholino-4-pyridyl
NH n-pentyl OCOOEt 2-methylthio-4-pyridyl
NH n-pentyl OCOOQEt 2-pyrazinyl
NH n-pentyl OCOOEt 5-methyl-2-pyrazinyl
NH n-pentyl OCOOEt 5-ethyl-2-pyrazinyl
NH n-pentyl OCOOQEt 5-methoxy-2-pyrazinyl
NH n-pentyl OCOOEt 5-ethoxy-2-pyrazinyl
NH n-pentyl OCOOEt 5-chloro-2-pyrazinyl
NH n-pentyl OCOOEt 6-methyl-2-pyrazinyl
NH n-pentyl OCOOEt 6-methoxy-2-pyrazinyl
NH n-pentyl OCOOEt 6-chloro-2-pyrazinyl
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X R’ R Y

o} propyl OH 2-pyridyl

0 propyl OH 3-pyridyl .

0 propyl OH 4-pyridyl

0 propyl OH 2-methyl-3-pyridyl

0 propyl OH 4-methyl-3-pyridyl

0 propyl OH 5-methyl-3-pyridyl

0 propyl OH 6-methyl-3-pyridyl

0 propyl OH 2-ethyl-3-pyridyl

O propyl OH 4-ethyl-3-pyridyl

(0] propyl OH 6-ethyl-3-pyridyl

(0] propyl OH 6-ethyl-3-pyridyl

0 propyl OH 2-methoxy-3-pyridyl

0 propyl OH 4-methoxy-3-pyridyl

0 propyl . OH 5-methoxy-3-pyridyl

o} propyl OHn 6-methoxy-3-pyridyl

(¥ propyl OH 2-ethoxy-3-pyridyl

0 propyl OH 4-ethoxy-3-pyridyl

[o] propyl OH 5-ethoxy-3-pyridyl

(o] propyl OH 6-ethoxy-3-pyridyl

(8] prapyl OH 2-chloro-3-pyridyl

0 propyl OH 4-chloro-3-pyridyl

(o} propyl OH 5-chloro-3-pyridyl

0 propyl OH 6-chloro-3-pyridyl

[s] propyl OH 2-fluoro-3-pyridyl

0 propyl OH 4-fluoro-3-pyridyl

O propyl OH 5-fluoro-3-pyridyl

(0] propyl OH 6-fluoro-3-pyridyl

(0] propyl OH 2-dimethylamino-3-pyridyl

(o} propyl . OH 4-dimethylamino-3-pyridyl

0 propyl OH 5-dimethylamino-3-pyridyl
‘0 propyl OH 6-dimethylamino-3-pyridyl

(0} propyl OH 2-(1-pyrrolidinyl)-3-pyridyl

0 propyl OH . 3-(1-pyrrolidinyl)-3-pyridyl

0 propyl OH 5-(1-pyrrolidinyl)-3-pyridyl

0O propyl OH 6-(1-pyrrolidinyl)-3-pyridyl

Q propyl OH 2-piperidino-3-pyridyl

o propyl OH 4-piperidino-3-pyridyl

0 propyl OH 5-piperidino-3-pyridyl

(8] propyl OH 6-piperidino-3-pyridyl

8] propyl OH 2-morpholino-3-pyridyl

0 propyl OH 4-morpholino-3-pyridyl

O propyl OH 5-morpholino-3-pyridyl

(8] propyl OH 6-morpholino-3-pyridyl

0] propyl OH 2-hydroxy-3-pyridyl

o propyl OH 4-hydroxy-3-pyridyl

(0] propyl OH 5-hydroxy-3-pyridyl

0 propyl OH 6-hydroxy-3-pyridyl
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propyl

O OH 2-mexcapto-3-pyridyl
(0] propyl OH 4-mercapto-3-pyridyl

0 propyl CH 5-mercapto-3-pyridyl
o] propyl OH 6-mercapto-3-pyridyl
(8] propyl CH 2-methylthio-3-pyridyl
O propyl OCH 4-methylthio-3-pyridyl
(0] propyl OH 5-methylthio-3-pyridyl
0 propyl OH 6-methylthio-3-pyridyl
(0] propyl " OH 2,6-dimethyl-3-pyridyl
0 propyl OH 5,6-dimethyl-3-pyridyl
(0] propyl OH 2,6-diethyl-3-pyridyl

0 propyl OH 5,6-diethyl-3-pyridyl

0 propyl OH 2,6-dimethoxy-3-pyridyl
0 propyl OH 5,6-dimethoxy-3-pyridyl
o] propyl OH 2,6-diethoxy-3-pyridyl
0 propyl OH - 5,6-diethoxy-3-pyridyl
8] propyl OH 2,6-dichloro-3-pyridyl
0] propyl OH - 5,6-dichloro-8-pyridyl

0 propyl OH S5-chloro-6-methoxy-3-pyridyl
(0] propyl OH 5-chloro-6-ethoxy-3-pyridyl
(o] propyl OH 2-chloro-6-methyl-3-pyridyl
[¢] propyl OH 6-chloro-2-methyl-3-pyridyl
(6] propyl OH 2-methyl-4-pyridyl

(o] propyl OH 2-ethyl-4-pyridyl

(0] propyl OH 2-methoxy-4-pyridyl

0 propyl OH 2-ethoxy-4-pyridyl

0 propyl OH 2-chloro-4-pyridyl

0O propyl OH 2-dimethylamino-4-pyridyl
(] propyl OH 2-(1-pyrrolidinyl)-4-pyridyl
0 propyl OH 2-piperidino-4-pyridyl
(8] propyl OH 2-morpholino-4-pyridyl
O propyl OH 2-methylthio-4-pyridyl
0 propyl OH 2-pyrazinyl

0 propyl OH 5-methyl-2-pyrazinyl
(0] propyl OH 5-ethyl-2-pyrazinyl

O propyl OH 5-methoxy-2-pyrazinyl
0 propyl OH 5-ethoxy-2-pyraziny}

0 propyl OH 5-chloro-2-pyrazinyl

0 propyl (0134 6-methyl-2-pyrazinyl

0 propyl OH 6-methoxy-2-pyrazinyl
0 propyl OH 6-chloro-2-pyrazinyl
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X R! R? Y

0 propyl OCOOMe 2-pyridyl

8] propyl OCOO0Me S-pyridyl

0 propyl OCOO0OMe 4-pyridyl

(o] propyl OCOOMe 2-methyl-3-pyridyl

0 propyl 0COOMe 4-methyl-3-pyridyl

0 propyl 0OCOOMe 5-methyl-8-pyridyl

(o} propyl OCOOMe 6-methyl-3-pyridyl

(o] propyl OCOOMe 2-ethyl-3-pyridyl

o) propyl OCOOMe 4-ethyl-3-pyridyl

0 propyl OCOOMe 5-ethyl-8-pyridyl

(o] propyl QCOOMe 6-ethyl-3-pyridyl

(o] propyl OCOOMe - 2-methoxy-3-pyridyl

0 propyl 0OCOOMe 4-methoxy-3-pyridyl

0 propyl 0COOMe 5-methoxy-3-pyridyl

O propyl 0OCOOMe 6-methoxy-3-pyridyl

(6] propyl OCOOMe 2-ethoxy-38-pyridyl

0 propyl OCOOMe 4-ethoxy-3-pyridyl

0 propyl 0OCOOMe B-ethoxy-3-pyridyl

o] propyl OCOOMe 6-ethoxy-3-pyridyl

0 propyl OCOOMe 2-chloro-8-pyridyl

0 propyl OCOOMe 4-chloro-3-pyridyl

(o} propyl OCOOMe 6-chloro-3-pyridyl

o propyl OCOOMe 6-chloro-3-pyridyl

0 propyl OCOOMe 2-fluoro-3-pyridyl

0 propyl 0COO0Me 4-fluoro-3-pyridyl

0 propyl OCOO0Me 5-fluoro-3-pyridyl

0 propyl 0OCOOMe 6-fluoro-3-pyridyl

0 propyl OCOOMe 2-dimethylamino-3-pyridyl
0 propyl OCOOMe 4-dimethylamino-3-pyridyl
0 propyl OCOOMe 5-dimethylamino-3-pyridyl
0 propyl 0OCOOMe 6-dimethylamino-3-pyridyl
0 propyl OCOOMe 2-(1-pyrrolidinyl)-3-pyridyl
0 propyl 0OCOOMe 3-(1-pyrrolidinyl)-3-pyridyl
0 propyl 0OCOQOMe 5-(1-pyrrolidinyl)-3-pyridyl
(0] propyl OCO0OMe 6-(1-pyrrolidinyl)-3-pyridyl
0 propyl 0OCOOMe 2-piperidino-3-pyridyl

0 propyl QCOOMe 4-piperidino-3-pyridyl

0 propyl 0OCOOMe 5-piperidino-3-pyridyl

0 propyl OCOOMe 6-piperidino-3-pyridyl

O propyl OCOOMe 2-morpholino-3-pyridyl

0 propyl 0OCOOMe 4-morpholino-3-pyridyl

0 propyl OCOOMe 5-morpholino-3-pyridyl

0 propyl 0OCOOMe 6-morpholino-3-pyridyl

0 propyl 0OCOOMe 2-hydroxy-3-pyridyl

0 propyl 0OCOOMe 4-hydroxy-3-pyridyl

0 propyl 0CO0OMe 5-hydroxy-3-pyridyl

0 propyl OCOOMe 6-hydroxy-3-pyridyl
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0 propyl 0COOMe 2-mercapto-3-pyridyl

o] propyl 0OCOOMe 4-mercapto-3-pyridyl

(0] propyl OCOOMe 5-mercapto-3-pyridyl -
.0 propyl 0COOMe 6-mercapto-3-pyridyl

0 propyl OCO0OMe 2-methylthio-3-pyridyl

0 propyl OCOOMe 4-methylthio-3-pyridyl

0 propyl OCOOMe 5-methylthio-3-pyridyl

(0] propyl OCOOMe 6-methylthio-3-pyridyl

0 propyl OCOOMe 2,6-dimethyl-3-pyridyl

0 propyl OCOOMe 5,6-dimethyl-3-pyridyl

0 propyl OCOOMe 2,8-diethyl-3-pyridyl

o] propyl OCOOMe 5,6-diethyl-3-pyridyl

8] propyl OCOOMe 2,6-dimethoxy-3-pyridyl

(o) propyl OCOOMe 5,6-dimethoxy-8-pyridyl

o propyl OCOOMe 2,6-diethoxy-3-pyridyl

O propyl 0OCOOMe 5,6-diethoxy-3-pyridyl

(8] propyl OCOOMe 2,6-dichloro-3-pyridyl *

0 propyl 0COOMe 5,6-dichloro-3-pyridyl

O propyl OCOOMe 5-chloro-6-methoxy—3-pyridyl

0 propyl OCOOMe 5-chloro-6-ethoxy-3-pyridyl

0 propyl 0OCOOMe 2-chloro-8-methyl-3-pyridyl

¢} propyl 0COOMe 6-chloro-2-methyl-3-pyridyl

(0] propyl 0COOMe 2-methyl-4-pyridyl

0 propyl 0OCOOMe 2-ethyl-4-pyridyl

0 propyl OCOOMe 2-methoxy-4-pyridyl

0 propyl OCOOMe 2-ethoxy-4-pyridyl

0} propyl OCOOMe 2-chloro-4-pyridyl

(o) propyl OCOOMe 2-dimethylamino-4-pyridyl

(o] propyl OCOOMe 2-(1-pyrrolidinyl)-4-pyridyl

0 propyl OCOOMe 2-piperidino-4-pyridyl

O propyl OCOOMe 2-morpholino-4-pyridyl

(o] propyl OCOOMe 2-methylthio-4-pyridyl

0 propyl OCOOMe 2-pyrazinyl

(0] propyl OCOOMe 5-methyl-2-pyrazinyl

0 propyl OCOOMe B-ethyl-2-pyrazinyl

(o] propyl 0CO0Me 5-methoxy-2-pyrazinyl

0 propyl OCOOMe 5-ethoxy-2-pyrazinyl

() propyl OCOOMe 5-chloro-2-pyrazinyl

0 propyl OCO0OMe 6-methyl-2-pyrazinyl

0 propyl OCOOMe 6-methoxy-2-pyrazinyl

O propyl OCOOMe 6-chloro-2-pyrazinyl
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0 propyl OCOOEt 2-pyridyl

0} propyl OCOOEt 3-pyridyl

0 propyl OCOOE 4-pyridyl

0 propyl OCOOE: 2-methyl-3-pyridyl

0 propyl 0OCOO0Et 4-methyl-3-pyridyl

0 propyl OCOOEt 5-methyl-3-pyridyl

1) propyl OCOOEt 6-methyl-8-pyridyl

0 propyl OCOOEt 2-ethyl-3-pyridyl

0 propyl OCOOEt 4-ethyl-3-pyridyl

0 propyl OCOOE+ 5-ethyl-3-pyridyl

0 propyl OCOOEt 6-ethyl-3-pyridyl

0 propyl OCOOEt 2-methoxy-3-pyridyl

0 propyl OCOOEt 4-methoxy-3-pyridyl

0 propyl 0OCOOEt 5-methoxy-3-pyridyl

0 propyl OCOOEt 6-methoxy-3-pyridyl

[o) propyl OCOOEt 2-ethoxy-3-pyridyl

O propyl OCOOEt 4-ethoxy-3-pyridyl

0 propyl OCOOEt 5-ethoxy-3-pyridyl

[¢] propyl OCOQOOEt 6-ethoxy-3-pyridyl

0 propyl OCOOEt 2-chloxo-3-pyridyl

0 propyl OCOOQEL 4-chloro-3-pyridyl

(o] propyl OCOOEt 5-chloro-3-pyridyl

o propyl OCOQEt 6-chloro-3-pyridyl

0 propyl OCQOOEt 2-fluoro-3-pyridyl

0 propyl OCOOLt 4-fluoro-3-pyridyl

0 propyl OCOOEt 6-fluoro-3-pyridyl

0 propyl OCQOEt 6-fluoro-3-pyridyl

0 propyl OCOOEt 2-dimethylamino-3-pyridyl
0 propyl OCOOEt 4-dimethylamino-3-pyridyl
0 propyl OCOOEt 5-dimethylamino-8-pyridyl
0 propyl OCOOEt 6-dimethylamino-3-pyridyl
0 propyl OCOOEt 2-(1-pyrrolidinyl)-3-pyridyl
0 propyl OCOOEt 3-(1-pyrrolidinyl)-3-pyridyl
0 propyl OCOOEt 5-(1-pyrrolidinyl)-3-pyridy!
0 propyl 0COOLt 6-(1-pyrrolidinyl)-8-pyridyl
0 propyl OCOOE¢t 2-piperidino-3-pyridyl

0 propyl OCOOEL 4-piperidino-3-pyridyl

0 propyl OCOOEt 5-piperidino-3-pyridyl

0 propyl OCOOEt 6-piperidino-3-pyridyl

0 propyl OCOOEt 2-morpholino-3-pyridyl

0 propyl OCOOEt 4-morpholino-3-pyridyl

0 propyl OCOOEt 5-morpholino-3-pyridyl
(8] propyl OCOOEt 6-morpholino-3-pyridyl
¢} propyl 0COOEt 2-hydroxy-3-pyridyl

0 propyl OCOOEt 4-hydroxy-8-pyridyl

0 propyl OCOOEt 5-hydroxy-3-pyridyl

0 propyl OCOOEt 6-hydroxy-3-pyridyl
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o) propyl OCOOEt 2-mercapto-3-pyridyl
0 propyl OCOOEt 4-mercapto-3-pyridyl
(0] propyl OCOOEt 5-mercapto-3-pyridyl
(0] propyl 0OCOOEt 6-mercapto-3-pyridyl
(0] propyl OCOOEt 2-methylthio-3-pyridyl
0 propyl OCOOE¢ 4-methylthio-3-pyridyl
s) propyl OCOOEt 5-methylthio-3-pyridyl
(6) propyl OCOOEtL 6-methylthio-3-pyridyl
0 propyl OCOOEt 2,6-dimethyl-3-pyridyl
0 propyl OCOOEt 5,6-dimethyl-3-pyridyl
o propyl OCOOEt 2,6-diethyl-3-pyridyl
(8] propyl OCOOEt 5,6-diethyl-3-pyridyl

o . propyl OCOOEt 2,6-dimethoxy-3-pyridyl
8] propyl O0COOEt 5,6-dimethoxy-8-pyridyl
0] propyl OCOOEt 2,6-diethoxy-3-pyridyl
o] propyl OCOOEt 5,6-diethoxy-3-pyridyl
0 propyl OCOOEt 2,6-dichloro-3-pyridyl
(o} propyl OCOOEt 5,8-dichloro-3-pyridyl
(o) propyl OCOOEt 5—-chloro—6-methoxy-3-pyridyl
(0] propyl OCOOEt 5-chloro-6-ethoxy-8-pyridyl
o) propyl OCOOEt 2-chloro-6-methyl-3-pyridyl
o] propyl OCOOEt 6-chloro-2-methyl-3-pyridyl
o] propyl OCOOEt 2-methyl-4-pyridyl

O propyl OCOOEt - 2-ethyl-4-pyridyl

¢ propyl OCOOEt 2-methoxy-4-pyridyl

O propyl OCOOEt 2-ethoxy-4-pyridyl

(e} propyl OCOOEtL 2-chloro-4-pyridyl

(0] propyl OCOOQOEt 2-dimethylamino-4-pyridyl
O propyl OCOOEt 2-(1-pyrrolidinyl)-4-pyridyl
O propyl OCOOEt 2-piperidino-4-pyridyl
(o] propyl OCOOEt 2-morpholino-4-pyridyl
o} propyl OCOOEt 2-methylthio-4-pyridyl
0 propyl OCOOEt 2-pyrazinyl

O propyl OCOOQE¢t 6-methyl-2-pyrazinyl
O propyl OCOOEt 5-ethyl-2-pyrazinyl

(o] propyl OCOOEt 5-methoxy-2-pyrazinyl
0 propyl OCOOEt 5-ethoxy-2-pyrazinyl
(0] propyl OCOOEt §-chloro-2-pyraziny!l

(0] propyl OCOOEt 6-methyl-2-pyrazinyl
O propyl OCOOELt 6-methoxy-2-pyrazinyl
(8] propyl OCOOEt 6-chloro-2-pyrazinyl
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X Rr! R? Y

(0] ‘n-butyl OH 2-pyridyl

(0] n-butyl OH 3-pyridyl

0] n-butyl OH 4.pyridyl

0 n-butyl OH 2-methyl-3-pyridyl

0 n-butyl OH 4-methyl-3-pyridyl

0 n-butyl OH §5-methyl-3-pyridyl

0 n-hutyl OH 6-methyl-3-pyridyl

(&) n-butyl OH 2-ethyl-3-pyridyl

(8} n-butyl OH 4-ethyl-8-pyridyl

(8] n-butyl OH 5-ethyl-3-pyridyl

0 n-butyl OH 8-ethyl-3-pyridyl

(0] n-butyl OH 2-methoxy-3-pyridyl

o n-butyl OH 4-methoxy-3-pyridyl

0 n-butyl OH 5-methoxy-3-pyridyl

O n-butyl OH 6-methoxy-3-pyridyl

(o] n-butyl OH 2-ethoxy-3-pyridyl

o n-butyl OH 4-ethoxy-3-pyridyl

(o] n-butyl OH 5-ethoxy-8-pyridyl

o] n-butyl [8)3¢ 6-ethoxy-3-pyridyl

o n-butyl OH 2-chloro-3-pyridyl

o] n-butyl OH 4-chloro-3-pyridyl

4] n-butyl OH 6-chloro-3-pyridyl

o n-butyl OH 6-chloro-3-pyridyl

0 n-butyl OH 2-fluoro-3-pyridyl

(o] n-butyl OH 4-fluoro-3-pyridyl

O n-butyl OH §-fluoro-3-pyridyl

0 n-butyl . OH 6-fluoro-3-pyridyl

0 n-butyl OH 2-dimethylamino-3-pyridyl
(4] n-butyl OH 4-dimethylamino-8-pyridyl
0 n-butyl OH 5-dimethylamino-3-pyridyl
Q n-butyl OH 6-dimethylamino-3-pyridyl
(s} n-butyl OH 2-(1-pyrrolidinyl)-8-pyridyl
0 n-buiyl OH 3-(1-pyrrolidinyl)-3-pyridyl
(o] n-bulyl OH §-(1-pyrrolidinyl)-3-pyridyl
(0] n-butyl OH 6-(1-pyrrolidinyl)-3-pyridyl
(0] n-butyl OH 2-piperidine-3-pyridyl

0 n-butyl ’ OH 4-pipéeridino-3-pyridyl

(&) n-butyl OH 5-piperidino-8-pyridyl

0 n-butyl OH 6-piperidino-3-pyridyl
(e} n-butyl OH 2-morpholino-3-pyridyl
8] n-butyl OH 4-morpholino-3-pyridyl
9] n-butyl OH 5-morpholino-3-pyridyl
(o] n-butyl OH 6-morpholino-3-pyridyl
(0] n-butyl OH 2-hydroxy-3-pyridyl

O n-butyl OH 4-hydroxy-3-pyridyl

o n-butyl OH 5-hydroxy-3-pyridyl

O n-butyl OH 6-hydroxy-3-pyridyl
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. 0 n-butyl OH 2-mercapto-3-pyridyl
0 n-butyl OH 4-mercapto-3-pyridyl
(o) n-butyl OH 5-mercapto-3-pyridyl
(o) n-butyl OH 6-mercapto-3-pyridyl
(0 2 n-butyl OH - 2-methylihio-3-pyridyl
0 n-butyl OH 4-methylthio-3-pyridyl
0 n-butyl OH 5~methylthio-3-pyridyl
(o] n-butyl OH 6-methylthio-3-pyridyl
0] n-butyl OH 2,6-dimethyl-3-pyridyl
0 n-butyl OH 5,6-dimethyl-3-pyridyl
(o] n-butyl OH 2,6-diethyl-3-pyridyl
0 n-butyl OH 5,6-diethyl-3-pyridyl
(0] n-butyl OH 2,6-dimethoxy-3-pyridyl
0 n-butyl OH 5,6-dimethoxy-3-pyridyl
(8] n-butyl OH 2,6-diethoxy-3-pyridyl
0 n-butyl OH 5,6-diethoxy-3-pyridyl
0 n-butyl OH 2,6-dichloro-3-pyridyl
(o) n-butyl OH 5,6-dichloro-3-pyridyl
0 n-butyl OH 5-chloro-6-methoxy-3-pyridyl
0 n-butyl OH 5-chloro-6-ethoxy-3-pyridyl
o} n-butyl OH 2-chloro-6-methyl-3-pyridyl
(0] n-butyl OH 6-chloro-2-methyl-3-pyridyl
(0] n-butyl OH 2-methyl-4-pyridyl
(0] n-butyl OH 2-ethyl-4-pyridyl
(o] n-butyl OH 2-methoxy-4-pyridyl
o] n-butyl OH 2-ethoxy-4-pyridyl
(o) n-butyl OH 2-chloro-4-pyridyl
¢ n-butyl OH 2-dimethylamino-4-pyridyl

-0 n-butyl OH 2-(1-pyrrolidinyl)-4-pyridyl
0 n-butyl OH 2-piperidino-4-pyridyl
0 n-butyl OH 2-morpholino-4-pyridyl
0 n-butyl OH 2-methylthio-4-pyridyl
(0] n-butyl OH 2-pyrazinyl
(0] n-butyl OH 5-methyl-2-pyrazinyl
0 n-butyl OH 5-ethyl-2-pyrazinyl
(8] n-butyl OH 5-methoxy-2-pyrazinyl
0 n-butyl OH 6-ethoxy-2-pyrazinyl
O n-butyl OH 5-chloro-2-pyrazinyl
(o) n-butyl OH 6-methyl-2-pyrazinyl
(o] n-butyl OH 6-methoxy-2-pyrazinyl
(6] n-butyl OH 6-chloro-2-pyrazinyl
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X R! R? Y

(0] * n-butyl OCOOMe 2-pyridyl

0 n-butyl OCOOMe 3-pyridyl

0 n-butyl OCOOMe 4-pyridyl

(0] n-butyl OCOOMe 2-methyl-3-pyridyl

0 n-butyl OCOOMe 4-methyl-3-pyridyl

0 n-butyl OCOOMe 5-methyl-3-pyridyl

0 n-butyl OCOOMe 6-methyl-8-pyridyl

(¢ n-butyl OCOOMe 2-ethyl-3-pyridyl

(0] n-butyl 0OCOOMe 4-ethyl-3-pyridyl

0 n-butyl OCOOMe 5-ethyl-3-pyridyl

0 n-butyl OCOOMe 6-ethyl-3-pyridyl

0 n-butyl OCOOMe 2-methoxy-3-pyridyl

o) n-butyl OCOOMe 4-methoxy-3-pyridyl

0 n-butyl OCOOMe 5-methoxy-3-pyridyl

(o] n-butyl OCOOMe 6-methoxy-3-pyridyl

0 n-butyl OCOOMe 2-ethoxy-3-pyridyl

(0] n-butyl OCOOMe 4-ethoxy-3-pyridyl

0 n-butyl OCOOMe 5-ethoxy-3-pyridyl

0 n-butyl OCOOMe 6-ethoxy-3-pyridyl

0 n-butyl OCOOMe 2-chloro-3-pyridyl

0 n-butyl OCOOMe 4-chloro-3-pyridyl

0 n-butyl OCOOMe 5-chloro-3-pyridyl

0 n-butyl OCOOMe 6-chloro-3-pyridyl

(o] n-butyl OCOOMe 2-fluoro-3-pyridyl

0 n-butyl OCOOMe 4-fluoro-3-pyridyl

o] n-butyl OCOOMe 5-fluoro-3-pyridyl

0 n-butyl OCOOMe 6-fluoro-3-pyridyl

(0] n-butyl OCOOMe 2-dimethylamino-3-pyridyl
0 n-butyl OCOOMe 4-dimethylamino-3-pyridyl
0 n-butyl OCOOMe 5-dimethylamino-3-pyridyl
(0] n-butyl OCOOMe 8-dimethylamino-3-pyridyl
o n-butyl 0OCOOMe 2-(1-pyrrolidinyl)-3-pyridyl
0 n-butyl OCOOMe 3-(1-pyrrolidinyl)-3-pyridyl
o} n-butyl OCOOMe 5-(1-pyrrolidiny})-3-pyridyl
(6] n-butyl OCOOMe 6-(1-pyrrolidinyl)-3-pyridyl
0 n-butyl 0OCOOMe 2-piperidino-3-pyridyl

0 n-butyl 0COOMe 4-piperidino-3-pyridyl

(0] n-butyl OCOOMe 5-piperidino-3-pyridyl

0 n-butyl OCOOMe 6-piperidino-3-pyridyl

o n-butyl 0OCOOMe 2-morpholino-3-pyridyl

0 u-butyl 0COOMe 4-morpholino-8-pyridyl

0 n-butyl 0OCO0OMe 5-morpholino-3-pyridyl
(s} n-butyl 0OCOOMe 6-morpholino-3-pyridyl
(¢] n-butyl 0OCOOMe 2-hydroxy-3-pyridyl

(o] n-butyl OCOOMe 4-hydroxy-3-pyridyl

0 n-butyl QCOOMe 5-hydroxy-3-pyridyl

0 n-butyl 0COOMe 6-hydroxy-3-pyridyl
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n-butyl

0 OCOOMe 2-mercapto-3-pyridyl

0 n-butyl 0OCOOMe 4-mercapto-3-pyridyl

0 n-butyl OCOOMe 5-mercapto-3-pyridyl

0 n-butyl OCOOMe 6-mercapto-3-pyridyl

0 n-butyl 0OCOOMe 2-methylthio-3-pyridyl

0 n-butyl OCOOMe 4-methylthio-3-pyridyl

0 n-butyl 0COO0OMe 5-methylthio-3-pyridyl

0 n-butyl 0COOMe 6-methylthio-3-pyridyl

0 n-butyl 0COO0OMe 2,6-dimethyl-3-pyridyl

0 n-butyl OCOOMe 5,6-dimethyl-3-pyridyl

0 n-butyl OCOOMe 2,6-diethyl-3-pyridyl

0 n-butyl O0COOMe 5,6-diethyl-3-pyridyl

(0] n-butyl OCOOMe 2,6-dimethoxy-3-pyridyl
0 n-butyl OCOOMe 5,6-dimethoxy:3-pyridyl
(0] n-butyl 0OCOO0OMe 2,6-diethoxy-3-pyridyl

0 n-butyl OCOOMe 5,6-diethoxy-3-pyridyl

¢] n-butyl OCOOMe " 2,6-dichloro-3-pyridyl

0 n-butyl OCOOMe 5,6-dichloro-3-pyridyl

(6] n-butyl OCOOMe 5-chloro-6-methoxy-3-pyridyl
0 n-butyl OCOOMe 5-chloro-6-ethoxy-3-pyridyl
0 n-butyl OCOOMe 2-chloro-6-methyl-3-pyridyl
0 n-butyl OCOOMe 6-chloro-2-methyl-3-pyridyl
0 n-butyl OCOOMe 2-methyl-4-pyridyl

0 n-butyl OCOOMe 2-ethyl-4-pyridyl

0 n-butyl OCOOMe 2-methoxy-4-pyridyl

(0] n-butyl OCOOMe 2-ethoxy-4-pyridyl

O n-butyl OCOOMe 2-chloro-4-pyridyl

(0] n-butyl OCOOMe 2-dimethylamino-4-pyridyl
(4] n-butyl OCOOMe 2-(1-pyrrolidinyl)-4-pyridyl
8] n-butyl OCOOMe 2-piperidino-4-pyridyl

(0] n-butyl OCOOMe 2-morpholino-4-pyridyl
(o] n-butyl OCOOMe 2-methylthio-4-pyridyl

0 n-butyl OCOOMe 2-pyrazinyl

0 n-butyl OCOOMe 5-methyl-2-pyrazinyl
0. n-butyl OCOOMe 6-ethyl-2-pyrazinyl

(o} n-butyl OCOOMe 5-methoxy-2-pyrazinyl
(o] n-butyl OCOOMe 6-ethoxy-2-pyrazinyl

0 n-butyl OCOOMe 5-chloro-2-pyrazinyl

(o] n-butyl OCOOMe 6-methyl-2-pyrazinyl

0 n-butyl OCOOMe 6-methoxy-2-pyrazinyl

0 n-butyl OCOOMe 6-chloro-2-pyrazinyl
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0 n-butyl OCOOE¢t 2-pyridyl

0 n-butyl OCOOEt 3-pyridyl

0 n-butyl OCOOEt 4-pyridy)

(8] n-butyl OCOOE: 2-methyl-3-pyridyl

(@] n-butyl OCOOEt 4-methyl-3-pyridyl

0 n-butyl OCOOQEt 5-methyl-3-pyridyl

0 n-butyl OCO0EL 6-methyl-3-pyridyl

0 n-butyl OCOOEt 2-ethyl-3-pyridyl

(0} n-butyl OCOOEL 4-ethyl-3-pyridyl

0 n-butyl 0OCOOE¢t 5-ethyl-3-pyridyl

0 n-butyl OCOOEt 6-ethyl-3-pyridyl

(o] n-butyl OCOOEt 2-methoxy-3-pyridyl

0 n-butyl OCOOEt 4-methoxy-3-pyridyl

0 n-butyl OCOOEt - 5-methoxy-3-pyridyl

(o] n-butyl OCOOEt 6-methoxy-3-pyridyl

(o) n-butyl OCOOEtL 2-ethoxy-3-pyridyl

0 n-butyl OCOOEt 4-ethoxy-3-pyridyl

(o] n-butyl OCOOEt 5-ethoxy-3-pyridyl

0 n-butyl OCOOEt 6-ethoxy-3-pyridyl

[¢] n-butyl OCOOEt 2-chloro-3-pyridyl

[¢) n-butyl OCOOEt 4-chloro-3-pyridyl

¢ n-butyl OCOOEt 5-chloro-8-pyridyl

(6] n-butyl OCOOEt 6-chloro-3-pyridyl

0 n-butyl OCOOEt 2-fluoro-3-pyridyl

o] n-butyl 0OCOOEt 4-fluoro-3-pyridyl

0 n-butyl OCOOEt 5-fluoro-3-pyridyl

0 n-butyl QCOOEt 8-fluoro-3-pyridyl

(0] n-butyl OCOOEt 2-dimethylamino-3-pyridyl
0O n-butyl OCOOEt 4-dimethylamino-3-pyridyl
0 n-butyl 0OCOOEt 5-dimethylamino-3-pyridyl
0o n-butyl OCOOEt 6-dimethylamino-3-pyridyl
0 n-butyl OCOOEt 2-(2-pyrrolidinyl)-3-pyridyl
0 n-butyl OCOOEt 3-(1-pyrrolidinyl)-3-pyridyl
0 n-butyl OCOOEt 5-(1-pyrrolidinyl)-3-pyridyl
0 n-butyl OCOOEt 6-(1-pyrrolidinyl)-3-pyridyl
0 n-butyl OCOO0FEt 2-piperidino-3-pyridyl

0 n-butyl OCOOEt 4-piperidino-3-pyridyl

(o) n-butyl OCOOEt 5-piperidino-3-pyridyl
a- n-butyl OCOOEt 6-piperidino-3-pyridyl

0 n-butyl OCOOREt 2-morpholino-3-pyridyl
Q n-butyl OCOOEt 4-morpholino-3-pyridyl
Q n-butyl OCOOEt 5-morpholino-3-pyridyl
(o} n-butyl OCOOEL 6-morpholino-3-pyridyl
(4] n-butyl OCOO0Et 2-hydroxy-3-pyridyl

0 n-butyl OCOOEt 4-hydroxy-3-pyridyl

(4] n-butyl OCOOEt 5-hydroxy-38-pyridyl

0 n-butyl OCOOEt 6-hydroxy-3-pyridyl
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0 n-butyl OCOOEt 2-mercapto-3-pyridyl

0 n-butyl OCOOEt 4-mercapto-3-pyridyl

0 n-butyl OCOOEt 5-mercapto-3-pyridyl

0 n-butyl OCOOEt 6-mercapto-3-pyridyl

0 n-butyl OCOOEt 2-methylthio-3-pyridyl

O n-butyl OCOOEt 4-methylthio-3-pyridyl

0 n-butyl OCOOEt 5-methylthio-3-pyridyl

0 n-butyl OCOOQEt 6-methylthio-3-pyridyl
(0} n-butyl OCOOEt 2,6-dimethyl-3-pyridyl
(0] n-butyl OCOOEt 5,6-dimethyl-3-pyridyl

0 n-butyl OCOOEt 2,6-diethyl-3-pyridyl

(o) n-butyl OCOOEt 5,6-diethyl-3-pyridyl

0 n-butyl OCOOQEt 2,6-dimethoxy-3-pyridyl
(8] n-butyl OCOOEt 5,6-dimethoxy-3-pyridyl
0 n-butyl OCOOEt 2,6-diethoxy-3-pyridyl

0 n-butyl OCOOEt 5,6-diethoxy-3-pyridyl

0 n-butyl OCOOEt 2,6-dichloro-3-pyridyl

0 n-butyl OCOOEt 5,6-dichloro-3-pyridyl

0 n-butyl OCOO0OEt S5-chloro—6-methoxy—-3~pyridyl
¢) n-butyl OCOOEt 5-chloro-6-ethoxy-3-pyridyl
0 n-butyl OCOOEt 2-chloro-6-methyl-3-pyridyl
(o] n-butyl OCOOEt 6-chloro-2-methyl-3-pyridyl
0 n-butyl OCOOEt 2-methyl-4-pyridyl

0 n-butyl OCOOEt 2-ethyl-4-pyridyl

0 n-butyl OCOOEt 2-methoxy-4-pyridyl

o n-butyl OCOOE¢t. 2-ethoxy-4-pyridyl

0 n-butyl OCOOEt 2-chloro-4-pyridyl

(o] n-butyl OCOOEL 2-dimethylamino-4-pyridyl
(¢] n-butyl OCOOQEt 2-(1-pyrrolidinyl)-4-pyridyl
O n-butyl OCOOEt 2-piperidino-4-pyridyl

o n-butyl OCOOE¢t 2-morpholino-4-pyridyl
0 n-butyl 0OCOOEt 2-methylthio-4-pyridyl

0 n-butyl OCOOEt 2-pyrazinyl

[+ n-butyl OCOOEt 5-methyl-2-pyrazinyl

(0] n-butyl OCOOEt 5-ethyl-2-pyrazinyl

0 n-butyl OCOOEt 5-methoxy-2-pyrazinyl

0 n-butyl OCOOEt 5-ethoxy-2-pyrazinyl

o] n-butyl OCOOEt 5-chloro-2-pyrazinyl

0 n-butyl OCOOEt 6-methyl-2-pyrazinyl

0 n-butyl OCOOEt 6-methoxy-2-pyrazinyl

0 n-butyl OCOOEt 6-chloro-2-pyrazinyl
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(¢} n-pentyl OH 2-pyridyl

0 n-pentyl OH 3-pyridyl

O n-pentyl OH 4-pyridyl

0. n-pentyl OH 2-methyl-3-pyridyl

o n-pentyl OH 4-methyl-3-pyridyl

(o] n-pentyl OH §-methyl-3-pyridyl

(8] n-pentyl OH 6-methyl-3-pyridyl

8] n-pentyl OH 2-ethyl-3-pyridyl

0 n-pentyl OH 4-ethyl-3-pyridyl

o - n-pentyl OH 5-ethyl-3-pyridyl

0 n-pentyl OH 6-ethyl-3-pyridyl

0 n-pentyl OH 2-methoxy-3-pyridyl

[¢] n-pentyl on 4-methoxy-3-pyridyl

0 n-pentyl OH 5-methoxy-3-pyridyl

0 n-pentyl OH 6-methoxy-3-pyridyl -
(o] n-pentyl OH 2-ethoxy-3-pyridyl

(] n-pentyl OH 4-ethoxy-3-pyridyl

0 n-pentyl OH b-ethoxy-3-pyridyl

0 n-pentyl OH 6-ethoxy-3-pyridyl

0 n-pentyl OH 2-chloro-3-pyridyl

O n-pentyl OH 4-chloro-3-pyridyl

O n-pentyl OH 6-chloro-3-pyridyl

e} n-pentyl OH 6-chloro-3-pyridyl

(o} n-pentyl OH 2-fluoro-3-pyridyl

(0] n-pentyl OH 4-fluoro-3-pyridyl

0 n-pentyl OH 5-fluoro-3-pyridyl

(o) n-pentyl OH 6-fluoro-3-pyxidyl

O n-pentyl OH 2-dimethylamino-3-pyridyl
O n-pentyl OH 4-dimethylamino-3-pyridyl
O n-pentyl OH 5-dimethylamino-3-pyridyl
0 n-pentyl OH 6-dimethylamino-3-pyridyl
O n-pentyl OH 2-(1-pyrrolidinyl)-3-pyridyl
o n-pentyl OH 3-(1-pyrrolidinyl)-3-pyridyl
o n.-pentyl OH 5-(1-pyrrolidinyl)-3-pyridyl
0 n-pentyl OH 6-(1-pyrrolidinyl)-3-pyridyl
O n-pentyl OH 2.piperidino-3-pyridyl
(o] n-pentyl OH 4-piperidino-3-pyridyl
(8] n-pentyl OH 5-piperidino-3-pyridyl

0 n-pentyl OH 6-piperidino-3-pyridyl

0 n-pentyl OH - 2-morpholine-3-pyridyl
O n-pentyl OH 4-morpholino-3-pyridyl
(0] n-pentyl OH 5-morpholino-3-pyridyl
(o] n-pentyl OH 6-morpholino-3-pyridyl
0) n-pentyl OH 2-hydroxy-3-pyridyl

(0] n-pentyl OH 4-hydroxy-3-pyridyl

0 n-pentyl OH 5-hydroxy-3-pyridyl

0 n-pentyl OH 6-hydroxy-3-pyridyl
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Q n-pentyl OH 2-mercapto-3-pyridyl

o n-pentyl OH 4-mercapto-3-pyridyl

0 n-pentyl OH 5-mercapto-3-pyridyl

0 n-pentyl OH 6-mercapto-8-pyridyl

(0] n-pentyl OH 2-methylthio-3-pyridyl
0 n-pentyl OH 4-methylthio-3-pyridyl
0 n-pentyl OH 5-methylthio-3-pyridyl
(6] n-pentyl OH 6-methylthio-3-pyridyl
0 n-pentyl OH '2,6-dimethyl-3-pyridyl

0 n-pentyl OH 5,6-dimethyl-3-pyridyl
0 n-pentyl OH 2,6-diethyl-3-pyridyl

(0] n-pentyl OH 5,6-diethyl-3-pyridyl

0 n-pentyl OH 2,6-dimethoxy-3-pyridyl
(o) n-pentyl OH 5,6-dimethoxy-3-pyridyl
0 n-pentyl OH 2,6-diethoxy-3-pyridyl
(0] n-pentyl OH 5,6-diethoxy-3-pyridyl
(0] n-pentyl OH 2,6-dichloro-3-pyridyl

0 n-pentyl OH 5,6-dichloro-8-pyridyl

(8] n-pentyl OH 5-chloro—6-methoxy—3-pyridyl
0 n-pentyl OH 5-chloro-6-ethoxy-38-pyridyl
(4] n-pentyl OH 2-chloro-6-methyl-3-pyridyl
(¢] n-pentyl OH 6-chloro-2-methyl-3-pyridyl
(8] n-pentyl OH 2-methyl-4-pyridyl

(6] n-pentyl OH 2-ethyl-4-pyridyl

0 n-pentyl OH 2-methoxy-4-pyridyl

0] n-pentyl OH 2-ethoxy-4-pyridyl

0 n-pentyl OH 2-chlore-4-pyridyl

0 n-pentyl OH 2-dimethylamino-4-pyridyl
0 n-pentyl OH 2-(1-pyrrolidinyl)-4-pyridyl
0 n-pentyl OH 2-piperidino-4-pyridyl
(0] n-pentyl OH 2-morpholino-4-pyridyl

0 n-pentyl OH 2-methylthio-4-pyxidyl
(0] n-pentyl OH 2-pyrazinyl

o] n-pentyl OH 5-methyl-2-pyrazinyl

0 n-pentyl CH 5-ethyl-2-pyrazinyl

(0] n-pentyl OH 5-methoxy-2-pyrazinyl

0 n-pentyl OH 5-ethoxy-2-pyrazinyl

(8] n-pentyl OH 5-chloro-2-pyrazinyl

0 n-pentyl OH 6-methyl-2-pyrazinyl

0 n-pentyl OH 6-methoxy-2-pyrazinyl -
0 n-pentyl OH 6-chloro-2-pyrazinyl
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X R R? Y
0 n-pentyl 0COOMe 2-pyridyl
0] n-pentyl 0COOMe 3-pyridyl
0 n-pentyl OCOOMe 4-pyridyl
0 n-pentyl O0COOMe 2-methyl-3-pyridyl
o n-pentyl OCOOMe 4-methyl-3-pyridyl
O n-pentyl 0OCOOMe 5-methyl-3-pyridyl
(0] n-pentyl OCOOMe 6-methyl-3-pyridyl
0 n-pentyl 0OCOOMe 2-ethyl-3-pyridyl
(0] n-pentyl 0COOMe 4-ethyl-3-pyridyl
(o) n-pentyl OCOOMe 5-ethyl-3-pyridyl
o n-pentyl GCOOMe 6-ethyl-8-pyridyl
0 n-pentyl 0OCOOMe 2-methoxy-3-pyridyl
o) n-pentyl 0COOMe 4-methoxy-3-pyridyl
(0] n-pentyl 0OCOOMe 5-methoxy-3-pyridyl
0] n-pentyl OCOOMe 6-methoxy-3-pyridyl
o] n-pentyl OCOOMe 2-ethoxy-8-pyridyl
0 n-pentyl OCOOMe 4-ethoxy-3-pyridyl
0 n-pentyl OCOOMe 5-ethoxy-3-pyridyl
O n-pentyl OCOOMe 6-ethoxy-3-pyridyl
o n-pentyl OCOOMe 2-chloro-3-pyridyl
0 n-pentyl OCOOMe 4-chloro-3-pyridyl
0 n-pentyl OCOOMe 5-chloro-3-pyridyl
0 n-pentyl 0OCOOMe 6-chloro-3-pyridyl
0 n-pentyl OCOOMe 2-fluore-3-pyridyl
[0} n-pentyl OCOOMe 4-fluoro-3-pyridyl
O n-pentyl OCOOMe 5-fluoro-3-pyridyl
(0] n-pentyl OCOOMe 6-fluore-3-pyridyl
(o] n-pentyl OCOOMe 2-dimethylamino-3-pyridyl
0 n-pentyl OCOOMe 4-dimethylamino-3-pyridyl
O n-pentyl 0OCOOMe b-dimethylamino-3-pyridyl
O n-pentyl OCOOMe 8-dimethylamino-3-pyridyl
(8] n-pentyl OCOOMe 2-(1-pyrrolidinyl)-3-pyridyl
(6] n-pentyl OCOOMe 3-(1-pyrrolidinyl)-3-pyridyl
o n-pentyl OCO0OMe 5-(1-pyrrolidinyl)-3-pyridyl
0 n-pentyl OCOO0OMe 6-(1-pyrrolidinyl)-8-pyridyl
0 n-pentyl OCOOMe 2-piperidino-3-pyridyl
(8] n-pentyl OCOOMe 4-piperidino-3-pyridyl
(8] n-pentyl OCOOMe 5-piperidino-3-pyridyl
0 n-pentyl OCOOMe 6-piperidino-3-pyridyl
0 n-pentyl OCOOMe 2-morpholino-8-pyridyl
o) n-pentyl 0COOMe 4-morpholino-3-pyridyl
O n-pentyl OCOOMe 5-morpholino-3-pyridyl
(0] n-pentyl OCOOMe 6-morpholino-3-pyridyl
o) n-pentyl OCOOMe 2-hydroxy-3-pyridyl
6] n-pentyl OCOOMe 4-hydroxy-3-pyridyl
0 n-pentyl OCOOMe 5-hydroxy-3-pyridyl
0 n-pentyl OCOOMe 6-hydroxy-3-pyridyl
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0] n-pentyl OCOOMe 2-mercapto-3-pyridyl
0] n-pentyl 0OCOOMe 4-mercapto-3-pyridyl

O n-pentyl OCOOMe 5-mercapto-3-pyridyl
0] n-pentyl OCOOMe 6-mercapto-3-pyridyl

o n-pentyl 0OCOO0OMe 2-methylthio-3-pyridyl
(0] n-pentyl OCOOMe 4-methylthio-3-pyridyl
(o) n-pentyl OCOOMe 5-methylthio-3-pyridyl
6] n-pentyl OCOOMe 6-methylthio-3-pyridyl
0 n-pentyl OCOOMe 2,6-dimethyl-3-pyridyl

0 n-pentyl OCOOMe 5,6-dimethyl-3-pyridyl

Q n-pentyl 0OCOOMe 2,6-diethyl-3-pyridyl

O n-pentyl OCOOMe 5,6-diethyl-3-pyridyl

(o] n-pentyl 0OCOOMe 2,6-dimethoxy-3-pyridyl
0O n-pentyl OCOOMe 5,6-dimethoxy-8-pyridyl
(8] n-pentyl OCOOMe 2,6-diethoxy-3-pyridyl
(0} n-pentyl OCO0OMe 5,6-diethoxy-3-pyridyl
O n-pentyl OCOOMe 2,6-dichloro-8-pyridyl
0} n-pentyl OCOOMe 5,6-dichloro-3-pyridyl
(o] n-pentyl OCOOMe 5-chloro-6—methoxy-3-pyridyl
O n-pentyl OCOOMe 5-chloro-8-ethoxy-3-pyridyl
0 n-pentyl 0OCOOMe 2-chloro-6-methyl-3-pyridyl
(o) n-pentyl OCOOMe 6-chloro-2-methyl-3-pyridyl
o n-pentyl 0OCOOMe 2-methyl-4-pyridyl

0 n-pentyl OCOOMe 2-ethyl-4-pyridyl

0 n-pentyl OCOOMe 2-methoxy-4-pyridyl

Q n-pentyl 0OCOOMe 2-ethoxy-4-pyridyl

(8] n-pentyl OCOOMe 2-chloro-4-pyridyl

(8] n-pentyl 0OCOOMe 2-dimethylamino-4-pyridyl
O n-pentyl OCOOMe 2-(1-pyrrolidinyl)-4-pyridyl
() n-pentyl OCOOMe 2-piperidino-4-pyridyl
(6] - n-pentyl OCOOMe 2-morpholino-4-pyridyl
o n-pentyl OCOOMe 2-methylthio-4-pyridyl
(0] n-pentyl OCOOMe 2-pyrazinyl

0 n-pentyl 0OCOOMe 5-methyl-2-pyrazinyl

6] n-pentyl OCOOMe 5-ethyl-2-pyrazinyl

0] n-pentyl OCOOMe 5-methoxy-2-pyrazinyl
(8] n-pentyl OCOOMe 5-ethoxy-2-pyrazinyl

(8] n-pentyl OCOOMe 5-chloro-2-pyrazinyl

0o n-pentyl OCOOMe 6-methyl-2-pyrazinyl

9] n-pentyl 0OCOOMe 6-methoxy-2-pyrazinyl
0 n-pentyl OCOOMe 6-chloro-2-pyrazinyl
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X R! R? Y

(0] n-pentyl OCOOEt 2-pyridyl

o} n-pentyl OCOOEt 3-pyridyl

0 n-pentyl OCOOEt 4-pyridyl

0 n-pentyl OCOOEt 2-methyl-3-pyridyl

0 n-pentyl OCOOQEt 4-methyl-3-pyridyl

0 n-pentyl OCOOQEt §-methyl-3-pyridyl

(0] n-pentyl OCOOEt 6-methyl-3-pyridyl

0 n-pentyl OCOOEt 2-ethyl-3-pyridyl

o] n-pentyl OCOOEt 4-ethyl-3-pyridyl

(¢) n-pentyl OCOOEt 5-ethyl-3-pyridyl

0 n-pentyl OCOOEt 6-ethyl-3-pyridyl

0 n-pentyl OCOOEt 2-methoxy-3-pyridyl

(o) n-pentyl OCOOEt 4-methoxy-3-pyridyl

[0} n-pentyl OCOOEt 5-methoxy-3-pyridyl

0 n-pentyl OCOOEt 6-methoxy-3-pyridyl

(¢ n-pentyl OCOOEt 2-ethoxy-3-pyridyl

(¢) n-pentyl OCOOEt 4-ethoxy-3-pyridyl

(0] n-pentyl OCOOE¢t 5-ethoxy-3-pyridyl

(o} n-pentyl OCOOEt 6-ethoxy-3-pyridyl

(0] n-pentyl OCOOEt 2-chloro-3-pyridyl

0 n-pentyl OCOOEt 4-chloro-3-pyridyl

0 n-pentyl OCOOEt 6-chloro-3-pyridyl

O n-pentyl OCOOEt 6-chloro-3-pyridyl

o n-pentyl 0OCOOEt 2-fluoro-3-pyridyl

(¢} n-pentyl OCOOEt 4-fluoro-3-pyridyl

(o) n-pentyl OCOOEt 5-fluoro-3-pyridyl

(o] n-pentyl OCOOE¢ 6-fluoro-3-pyridyl

0 n-pentyl OCOOEt 2-dimethylamino-3-pyridyl
0 n-pentyl OCOOEt 4-dimethylamino-3-pyridyl
0 n-pentyl OCOOEtL 5-dimethylamino-3-pyridyl
O n-pentyl OCOOEL 6-dimethylamino-3-pyridyl
O n-pentyl OCOOEt 2-(1-pyrrolidinyl)-3-pyridyl
0 n-pentyl 0COOEt 3-(1-pyrrolidinyl)-3-pyridyl
o n-pentyl OCOOEt §-(1-pyrrulidinyl)-8-pyridyl
0 n-pentyl OCOOEt 6-(1-pyrrolidinyl)-8-pyridyl
0 n-pentyl OCOOEt 2-piperidino-3-pyridyl

(¢] n-pentyl OCOOEt 4-piperidino-3-pyridyl

0 n-pentyl OCOOQEt 5-piperidino-8-pyridyl

(0] n-pentyl OCOOEt 6-piperidino-3-pyridyl

O n-pentyl OCOOEt 2-morpholino-3-pyridyl

0 n-pentyl 0COO0E¢t 4-morpholine-3-pyridyl
(¢} n-pentyl OCOOEt 5-morpholine-3-pyridyl
8] n-pentyl OCOOEt G-moxpholino-3-pyridyl
o n-pentyl OCOOQEt 2-hydroxy-3-pyridyl

0 n-pentyl 0OCOQRt 4-hydroxy-3-pyridyl

O n-pentyl OCOOE¢ 5-hydroxy-3-pyridyl

(0] n-pentyl OCOOEt 6-hydroxy-3-pyridyl

99

PCT/IP02/03727



WO 02/085905

0 n-pentyl 0OCOOLEt 2-mercapto-3-pyridyl

0 n-pentyl OCOOEt 4-mercaptio-3-pyridyl

0 n-pentyl 0COO0Lt 6-mercapto-3-pyridyl

o n-pentyl OCOOE¢t 6-mexrcapto-3-pyridyl

0 n-pentyl OCOOEt 2-methylthio-3-pyridyl

o n-pentyl OCOOEt 4-methylthio-8-pyridyl

0 n-pentyl OCOOEt 5-methylthio-8-pyridyl
0 n-pentyl OCOOQOEt 6-methylthio-3-pyridyl

0 n-pentyl OCOOEt 2,6-dimethyl-3-pyridyl

0 n-pentyl OCOOEt 5,6-dimethyl-3-pyridyl
(o] n-pentyl OCOOQEL 2,6-diethyl-3-pyridyl

0 n-peatyl OCOQEt 5,8-diethyl-3-pyxidyl

0 n-pentyl OCOOQEt 2,6-dimethoxy-3-pyridyl
[¢] n-pentyl OCOOE$ 5,6-dimethoxy-3-pyridyl
0 n-pentyl OCOOEt 2,6-diethoxy-8-pyridyl

0 n-pentyl OCOOEL 5,6-diethoxy-3-pyridyl

0 ‘n-pentyl OCOOEt 2,6-dichloro-3-pyridyl

0 n-pentyl OCOOQEt 5,6-dichloro-3-pyridyl

0 n-pentyl OCOOEt 5-chloro-6-methoxy-3-pyridyl
(8] n-pentyl OCOOEt 5-chloro-6-ethoxy-3-pyridyl
(o] n-pentyl OCOOEt 2-chloro-6-methyl-8-pyridyl
(o] n-pentyl OCOOEt 6-chloro-2-methyl-3-pyridyl
0 n-pentyl OCOOEt 2-methyl-4-pyridyl

0 n-pentyl OCOOEt 2-ethyl-4-pyridyl

0 n-pentyl OCOOEt 2-methoxy-4-pyridyl

o] n-pentyl OCOOEt 2-ethoxy-4-pyridyl

(8] n-pentyl OCOOEt 2-chloro-4-pyridyl

(8] n-pentyl OCOOE¢t 2-dimethylamino-4-pyridyl
0 n-pentyl OCOOE¢t 2-(1-pyrrolidiny!)-4-pyridyl
(o] n-pentyl OCOOEt 2-piperidino-4-pyridyl

0 n-pentyl OCOOEt 2-morpholino-4-pyridyl
0 n-pentyl OCOOE¢t 2-methylthio-4-pyridyl

O n-pentyl OCOOEt 2-pyrazinyl

(0] n-pentyl OCOOE$ §5-methyl-2-pyrazinyl

O n-pentyl OCOOE: 5-ethyl-2-pyrazinyl

(0] n-pentyl OCOOEL 5-methoxy-2-pyrazinyl

0 n-pentyl OCOOEt 5-ethoxy-2-pyrazinyl

(o] n-pentyl OCOQOEt 5-chloro-2-pyrazinyl

0 n-pentyl OCOOEt 6-methyl-2-pyrazinyl

o) n-pentyl OCOOEt 6-methoxy-2-pyrazinyl
(0] n-pentyl OCOOE¢t 6-chloro-2-pyrazinyl

60

PCT/JP02/03727



WO 02/085905 PCT/JP02/03727

X R, R, Y
S propyl OH 2-pyridyl
S propyl OH 3-pyridyl
S propyl CH 4d-pyridyl
.8 propyl OH 2-methyl-3.pyridyl
S propyl OH 4-methyl-3-pyridyl
S propyl OH 5-methyl-3-pyridyl
S propyl OH 6-methyl-3-pyridyl
S propyl OH 2-ethyl-3-pyridyl
S propyl OH 4-ethyl-3-pyridyl
S propyl OH 5-ethyl-3-pyridy}
S propyl OB 6-ethyl-8-pyridyl
S propy] OH 2-methoxy-3-pyridyl
S propyl OH 4-methoxy-3-pyridyl
[] propyl OH - b-methoxy-3-pyridyl
S propyl . OH 6-methoxy-3-pyridyl
S propyl 8]+ 2-ethoxy-3-pyridyl
S propyl OH 4-ethoxy-3-pyridyl
S propyl OH 6-ethoxy-3-pyridyl
S propyl OH ’ _ 6-ethoxy-3-pyridyl
S propyl OH 2-chloro-3-pyridyl
S propyl. OH 4-chloro-8-pyridyl
S propyl OH 5-chloro-3-pyridyl
S propyl OH 6-chloro-3-pyridyl
S propyl OH 2-fluoro-3-pyridyl
S propyl OH 4-fluoro-3-pyridyl
S propyl OH 5-fluoro-3-pyridyl
s propyl OH 6-fluoro-3-pyridyl
S propyl OH 2-dimethylamino-3-pyridyl
S propyl OH 4-dimethylamino-3-pyridyl
S propyl OH 5-dimethylamino-3-pyridyl
S propyl OH 6-dimethylamino-3-pyridyl
S propyl OH 2-(1-pyrrolidinyl)-3-pyridyl
S propyl OH 3-(1-pyrrolidinyl)-3-pyridyl
S propyl OH 5-(1-pyrrolidinyl)-3-pyridyl
S propyl OH 6-(1-pyrrolidinyl)-3-pyridyl
S propyl OH 2-piperidino-3-pyridyl
S propyl OH 4-piperidino-3-pyridyl
S propyl OH 5-piperidino-3-pyridyl
S propyl OH 6-piperidino-3-pyridyl
S propyl OH 2-morpholino-3-pyridyl
[3 propyl OH 4-morpholino-3-pyridyl
] propyl o1l 5-morpholino-3-pyridyl
S propyl OH 6-morpholino-3-pyridyl
S propyl OH 2-hydroxy-3-pyridyl
S propyl OH 4-hydroxy-3-pyridyl
S propyl OH 5-hydroxy-3-pyridyl
S propyl OH 6-hydroxy-3-pyridyl
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S propyl OH 2-mercapto-3-pyridyl

8 propyl OH 4-mercapto-3-pyridyl

S propyl OH 5-merecapto-3-pyridyl

S propyl OH 6-mércapto-3-pyridyl

) propyl OH 2-methylthio-3-pyridyl

S propyl OH 4-methylthio-3-pyridyl
S propyl OH 5-méthylthio-3-pyridyl

S propyl OH 6-methylthio-3-pyridyl

S propyl OH 2,6-dimethyl-3-pyridyl

S propyl OH 5,6-dimethyl-3-pyridyl

S propyl OH 2,6-diethyl-3-pyridyl

S propyl OH ,6-diethyl-3-pyridyl

S propyl OH 2,6-dimethoxy-3-pyridyl
S propyl OH 5,6-dimethoxy-3-pyridyl
S propyl OH 2,6-diethoxy-3-pyridyl

S propyl OH 5,6-diethoxy-3-pyridyl

S propyl OH 2,6-dichloro-3-pyridyl

S propyl OH 5,6-dichlore-3-pyridyl

S propyl OH 5-chloro—6-methoxy-3-pyridyl
S propyl OH 5-chloro-6-ethoxy-3-pyridyl
S propyl OH 2-chloro-6-methyl-3-pyridyl
S propyl OH 6-chloro-2-methyl-3-pyridyl
s propyl OH 2-methyl-4-pyridyl

S propyl (8)51 2-ethyl-4-pyridyl

S propyl OH 2-methoxy-4-pyridyl

S propyl OH 2-ethoxy-4-pyridyl

S propyl OH 2-chloro-4-pyridyl

S propyl OH 2-dimethylamino-4-pyridy}
S propyl OH 2-(1-pyrrolidinyl)-4-pyridyl
S propyl OH 2-piperidino-4-pyridyl

S propyl OH 2-morpholino-4-pyridyl

S propyl OH 2-methylthio-4-pyridyl

S propyl OH 2-pyrazinyl

S propyl OH 5-methyl-2-pyrazinyl

S propyl OH 5-ethyl-2-pyrazinyl

S propyl OH 5-methoxy-2-pyrazinyl

S propyl OH 5-ethoxy-2-pyrazinyl

S propyl OH 5-chloro-2-pyrazinyl

S propyl . OH 6-methyl-2-pyrazinyl

S propyl OH 6-methoxy-2-pyrazinyl

S propyl OH 6-chloro-2-pyrazinyl
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- X R, R, Y
S propyl 0COOMe 2-pyridyl
S . propyl 0COOMe 3-pyridyl
S propyl OCOOMe 4-pyridyl
S propyl 0OCOOMe 2-methyl-3-pyridyl
S propyl OCOOMe 4-methyl-3-pyridyl
] propyl OCOOMe 5-methyl-3-pyridyl
S propyl OCOOMe 6-methyl-8-pyridyl
S propyl 0COOMe 2-ethyl-8-pyridyl
S propyl 0OCOOMe 4-ethyl-3-pyridyl
S propyl OCOOMe 5-ethyl-3-pyridyl
S propyl 0COOMe 6-ethyl-3-pyridyl
S propyl OCOOMe 2-methoxy-3-pyridyl
S propyl O0COOMe 4-methoxy-3-pyridyl
S propyl OCOOMe 5-methoxy-3-pyridyl
S propyl. OCOOMe 6-methoxy-3-pyridyl
) propyl 0OCOOMe 2-ethoxy-3-pyridyl
S propyl OCOOMe 4-ethoxy-3-pyridyl
S propyl OCOOMe 5-ethoxy-3-pyridyl
S propyl OCOOMe 6-ethoxy-3-pyridyl
] propyl OCOOMe 2-chloro-3-pyridyl
S propyl 0OCOOMe 4-chloro-3-pyridyl
s propyl 0OCOOMe 5-chloro-3-pyridyl
S propyl OCOOMe 6-chloro-3-pyridyl
S propyl 0OCOOMe 2-fluoroe-3-pyridyl
S propyl OCOOMe 4-fluoro.3-pyridyl
S propyl OCOOMe 5-fluoro-3-pyridyl
S propyl 0OCOOMe 6-fluoro-3-pyridyl
S propyl OCOOMe 2-dimethylamino-3-pyridyl
S propyl 0COOMe 4-dimethylamino-3-pyridyl
S propyl OCOOMe 5-dimethylamino-3-pyridyl
S propyl 0COOMe 6-dimethylamino-3-pyridyl
S propyl 0COOMe 2-(1-pyrrolidiny])-3-pyridyl
S propyl 0COOMe 3-(1-pyrrolidinyl)-3-pyridyl
S propyl 0OCOOMe 5-(1-pyrrolidinyl)-3-pyridyl
S propyl OCOOMe 6-(1-pyrrolidinyl)-3-pyridyl
S propyl OCOOMe 2-piperidino-3-pyridyl
S propyl 0COOMe 4-piperidino-3-pyridyl
S propyl 0COOMe 5-piperidino-3-pyridyl
S propyl 0COOMe 6-piperidino-3-pyridyl
S propyl 0OCOOMe 2-morpholinec-3-pyridyl
S propyl OCOOMe 4-morpholino-3-pyridyl
S propyl 0COOMe 5-morpholino-3-pyridyl
S propyl OCOOMe 6-morpholino-3-pyxidyl
S propyl 0COOMe 2-hydroxy-3-pyridyl
S propyl 0OCO0OMe ‘4-hydroxy-3-pyridyl
S propyl OCOOMe 5-hydroxy-3-pyridyl
S propyl 0OCOOMe 6-hydroxy-3-pyridyl
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S propyl 0OCOOMe 2-mercapto-3-pyridyl

S propyl 0COOMe 4-mercapto-3-pyridyl

S propyl OCO0OMe 5-mercapto-3-pyridyl

S propyl OCOOMe 6-mercapto-3-pyridyl

8 propyl 0COOMe 2-methylthio-3-pyridyl
S propyl OCOOMe 4-methylthio-3-pyridyl
S propyl OCOOMe 5-methylthio-3-pyridyl
S propyl OCOOMe 6-methylthio-3-pyridyl
S propyl OCOOMe 2,6-dimethyl-3-pyridyl
S propyl OCOOMe 5,6-dimethyl-3-pyridyl
S propyl 0COOMe 2,6-diethyl-3-pyridyl

S propyl 0OCOOMe 5,6-diethyl-8-pyridyl

S propyl OCOOMe 2,6-dimethoxy-3-pyridyl
S propyl 0OCOOMe 5,6-dimethoxy-3-pyridyl
S propyl 0OCOOMe 2,6-diethoxy-3-pyridyl

S propyl 0OCOOMe 5,6-diethoxy-3-pyridyl

S propyl OCOOMe 2,6-dichloro-8-pyridyl

S propyl OCOOMe 5,6-dichloro-8-pyridyl

S propyl OCOOMe 5-chloro~6-methoxy-3-pyridyl
S propyl 0OCOOMe 5-chloro-6-ethoxy-3-pyridyl
S propyl 0OCO0OMe 2-chloro-6-methyl-3-pyridyl
S propyl 0OCOOMe 6-chloro-2-methyl-3-pyridyl
S propyl OCOOMe 2-methyl-4-pyridyl

S propyl OCOOMe 2-ethyl-4-pyridyl

S propyl 0OCOOMe 2-methoxy-4-pyridyl

S propyl OCOOMe 2-ethoxy-4-pyridyl

S propyl OCOOMe 2-chloro-4-pyridyl

S propyl OCOOMe 2-dimethylamino-4-pyridyl
) propyl OCOOMe 2-(1-pyrrolidinyl)-4-pyridyl
) propyl OCOOMe 2-piperidino-4-pyridyl

S propyl OCOOMe 2-morpholino-4-pyridyl
S propyl OCOOMe 2-methylthio-4-pyridyl

S propyl OCOOMe 2-pyrazinyl

S propyl OCOOMe 5-methyl-2-pyrazinyl

S propyl OCOOMe 5-ethyl-2-pyrazinyl

[ propyl OCOOMe 5-methoxy-2-pyrazinyl .
S propyl OCOOMe 5-ethoxy-2-pyrazinyl

S propyl 0CO0OMe 5-chloro-2-pyrazinyl

S propyl OCO0OMe 6-methyl-2-pyrazinyl

S propyl OCOOMe 6-methoxy-2-pyrazinyl

S propyl OCOOMe 6-chloro-2-pyrazinyl
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X R, R, Y

S propyl 0OCOOEt 2-pyridyl

S propyl 0COOEt 3-pyridyl

S propyl OCOOEt 4-pyridyl

S propyl 0COOEt 2-methyl-3-pyridyl

S propyl OCOOEt 4-methyl-3-pyridyl

S propyl QCOOEt 5-methyl-3-pyridyl

S propyl OCOOQEt 6-methyl-3-pyridyl

S propyl OCOOEt 2-ethyl-3-pyridyl

S propyl OCOOEt 4-ethyl-3-pyridyl

S propyl OCOOQOEt 5-ethyl-3-pyridyl

S propyl OCOOEt 6-ethyl-3-pyridyl

S propyl OCOOEt 2-methoxy-3-pyridyl

S propyl OCOOEt 4-methoxy-3-pyridyl

S propyl OCOOQOEt - b-methoxy-3-pyridyl

S propyl OCOOQEt 6-methoxy-3-pyridyl

S propyl OCOOEL 2-ethoxy-3-pyridyl

S propyl 0OCOOEt. 4-ethoxy-3-pyridyl

S propyl OCOOEL 6-ethoxy-3-pyridyl

S propyl 0COOEL 6-ethoxy-3-pyridyl

S propyl OCOOXEt 2-chloro-8-pyridyl

S propyl OCOOEt 4-chloro-3-pyridyl

S propyl OCOOEt 5-chloro-3-pyridyl

) propyl OCOOEt 6-chloro-3-pyridyl

S propyl OCOOEt 2-fluoro-3-pyridyl

S " propyl OCOOE¢t 4-fluoro-3-pyridyl

S propyl OCOOEt 5-fluoro-8-pyridyl

S propyl OCOOEt 6-fluoro-3-pyridyl

S propyl OCOOEt 2-dimethylamino-3-pyridyl

S propyl OCOOE¢t 4-dimethylamino-3-pyridyl

8 propyl OCOOEt 5-dimethylamino-3-pyridyl

S propyl OCOOQEt 6-dimethylamino-3-pyridyl
) propyl OCOOEt 2-(1-pyrrolidinyl)-3-pyridyl

S propyl OCOOEt 3-(1-pyrrolidinyl)-3-pyridyl

S propyl OCOOEt 5-(1-pyrrolidinyl)-3-pyridy!

S propyl OCOOEt 6-(1-pyrrolidinyl)-3-pyridyl

S propyl OCOOEt 2-piperidine-3-pyridyl

S propyl OCOOE¢t 4-piperidino-3-pyridyl

S propyl OCOOEt 5-piperidino-3-pyridyl

S propyl OCOOEt 6-piperidino-3-pyridyl

S propyl OCOOEt 2-morpholino-3-pyridyl

S propyl OCOOEt 4-morpholinoe-3-pyridyl

S propyl OCOOE¢t 5-morpholino-3-pyridyl

S propyl OCOOEt 6-morpholino-3-pyridyl

S propyl OCOOEL 2-hydroxy-8-pyridyl

S propyl OCOOEt 4-hydroxy-3-pyridyl

S propyl OCOOEt 6-hydroxy-3-pyridyl

S propyl 0COOEt 6-hydroxy-3-pyridyl
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S propyl OCOOQEt 2-mercapto-3-pyridyl

S propyl OCOOEt 4-mercapto-3-pyridyl

S propyl OCOOEt 5-mercapto-3-pyridyl

S propyl OCOOEt 6-mercapto-3-pyridyl

S propyl OCOOEt 2-methylthio-3-pyridyl

S propyl OCOOEt 4-methylthio-3-pyridyl

S propyl OCOOEt B-methylthio-3-pyridyl

S propyl OCOOEt 6-methylthio-3-pyridyl

S propyl OCOOQEtL 2,6-dimethyl-3-pyridyl

S propyl OCOOEt 5,6-dimethyl-3-pyridyl

S propyl OCOOEt 2,6-diethyl-3-pyridyl

S propyl OCOOEt 5,6-diethyl-3-pyridyl

S propyl OCOOEt 2,6-dimethoxy-3-pyridyl

S propyl OCOOEt 5,6-dimethoxy-3-pyridyl

S propyl OCOOEt 2,6-diethoxy-3-pyridyl

S propyl OCOOQEt 5,6-diethoxy-3-pyridyl

S propyl OCOOEt | 2,6-dichloro-3-pyridyl

S propyl OCOOEt 5,6-dichloro-3-pyridyl

S propyl OCOOEt 5-chloro-6—methoxy-3-pyridyl
.S propyl OCOOEt 5-chloro-6-ethoxy-3-pyridyl

S propyl OCOOEt 2-chloro-6-methyl-3-pyridyl

S propyl OCOOEt 6-chloro-2-methyl-3-pyxidyl

S propyl OCOOEt 2-methyl-4-pyridyl

S propyl OCOOEt 2-ethyl-4-pyridyl

S propyl OCOOQEt 2-methoxy-4-pyridyl

S propyl OCOOEt 2-ethoxy-4-pyridyl

S propyl OCOOEt 2-chloro-4-pyridyl

S propyl OCOOEt 2-dimethylamino-4-pyridyl

S propyl OCOOEt 2-(1-pyrrolidinyl)-4-pyridyl

S propyl OCOOEt 2-piperidino-4-pyridyl

S propyl OCOOEt 2-morpholino-4-pyridyl

S propyl OCOOEt 2-methylthio-4-pyridyl

S propyl OCOOEt 2-pyrazinyl

S propyl OCOOEt 5-methyl-2-pyrazinyl

S propyl OCOQEt 5-ethyl-2-pyrazinyl

S propyl OCOOEt 5-methoxy-2-pyrazinyl

S propyl OCOOE¢t 5-ethoxy-2-pyrazinyl

S propyl OCOOEt 5-chloro-2-pyrazinyl

S propyl OCOOEt 6-methyl-2-pyrazinyl

S propyl OCOOE¢t 6-methoxy-2-pyrazinyl

S propyl OCOOEt 6-chloro-2-pyrazinyl
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X R! R? Y

S n-butyl CH 2-pyridyl

S n-butyl OH 3-pyridyl

) n-butyl OH 4-pyridyl

S n-butyl OH 2-methyl-3-pyridyl

S n-butyl OH 4-methyl-3-pyridyl

S n-butyl OH 5-methyl-3-pyridyl

S n-butyl OH 6-methyl-3-pyridyl

S n-butyl OH 2-ethyl-3-pyridyl

S n-butyl OH 4-ethyl-3-pyridyl

S n-butyl OH 5-ethyl-3-pyridyl

S n-butyl OH 6-ethyl-3-pyridyl

s n-butyl OH 2-methoxy-3-pyridyl

S n-butyl OH 4-methoxy-3-pyridyl

s n-butyl OH - 5-methoxy-3-pyridyl

S n-butyl OH 6-methoxy-3-pyridyl

S n-butyl OH 2-ethoxy-3-pyridyl

S n-butyl OH 4-ethoxy-3-pyridyl

S n-butyl OH 5-ethoxy-3-pyridyl

S n-butyl OH 6-ethoxy-3-pyxidyl

S n-butyl OH 2-chloro-3-pyridyl

S n-butyl OH 4-chloro-3-pyridyl

S n-butyl OH 5-chloro-3-pyridyl

S n-butyl OH 6-chloro-3-pyridyl

S n-butyl OH 2-fluoro-3-pyridyl

S p-butyl OH . 4-fluoro-3-pyridyl

S n-butyl OH 5-fluoro-3-pyridyl

S n-butyl OH 6-fluoro-3-pyridyl

S n-butyl OH 2-dimethylamino-3-pyridyl
S n-butyl OH 4-dimethylamino-3-pyridyl
S n-butyl OH 5-dimethylamino-3-pyridyl
S n-butyl OH 6-dimethylamino-8-pyridyl
S n-butyl OH 2-(1-pyrrolidinyl)-3-pyridyl
S n-butyl OH 3-(1-pyrrolidinyl)-8-pyridyl
S n-butyl OH 5-(1-pyrrolidinyl)-3-pyridyl
S n-butyl OH 6-(1-pyrrolidinyl)-3-pyridyl
S n-butyl OH 2-piperidino-3-pyridyl

S n-butyl OH 4-piperidine-3-pyridyl

S n-butyl OH 5-piperidino-3-pyridyl

S n-butyl OH 6-piperidino-3-pyridyl

S n-butyl OH 2-morpholino-3-pyridyl

S n-butyl OH 4-morpholino-3-pyridyl

S n-butyl OH 5-morpholino-3-pyridyl

S n-butyl OH 6-morpholino-3-pyridyl

S n-butyl . on 2-hydroxy-3-pyridyl

S n-butyl OH 4-hydroxy-3-pyridyl

S n-butyl OH 5-hydroxy-3-pyridyl

S n-butyl OH 6-hydroxy-3-pyridyl
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S n-butyl OH 2-mercapto-3-pyridyl

S n-butyl OH 4-mercapto-3-pyridyl

S n-butyl OH 5-mercapto-3-pyridyl

S n-butyl OH 6-mercapto-3-pyridyl

S n-butyl OH 2-methylthio-3-pyridyl

S n-butyl OH 4-methylthio-3-pyridyl

S n-butyl OH 5-methylthio-3-pyridyl

S n-butyl OH 6-methylthio-3-pyridyl

S n-butyl OH 2,6-dimethyl-3-pyridyl

S n-butyl OH 5,6-dimethyl-3-pyridyl

S n-butyl OH 2,6-diethyl-3-pyridyl

S n-butyl OH 5,6-diethyl-3-pyridyl

S n-butyl OH 2,6-dimethoxy-3-pyridyl
S n-butyl OH 5,6-dimethoxy-3-pyridyl
S n-butyl OH 2,6-diethoxy-3-pyridyl

S n-butyl OH 5,6-diethoxy-3-pyridyl

S n-butyl OH 2,6-dichloro-8-pyridyl

S n-butyl OH §,6-dichloro-3-pyridyl

S n-butyl OH S-chloro—-6-methoxy-3-pyridyl
S n-butyl OH 5-chloro-6-ethoxy-3-pyridyl
s n-butyl OH 2-chloro-6-methyl-3-pyridyl
S n-butyl OH 6-chloro-2-methyl-3-pyridyl
S n-butyl OH 2-methyl-4-pyridyl

S n-butyl OH 2-ethyl-4-pyridyl

S n-butyl OH 2-methoxy-4-pyridyl

S n-butyl OH 2-ethoxy-4-pyridyl

S n-butyl OH 2-chloro-4-pyridyl

S n-butyl OH 2-dimethylamino-4-pyridyl
S n-butyl OH 2-(1-pyrrolidinyl)-4-pyridyl
S n-butyl OH 2-piperidino-4-pyridyl

S n-butyl OH 2-morpholino-4-pyridyl

S n-butyl OH 2-methylthio-4-pyridyl

S n-butyl OH 2-pyrazinyl

S n-butyl OH 5-methyl-2-pyrazinyl

S n-butyl OH 5-ethyl-2-pyrazinyl

S n-butyl OH 5-methoxy-2-pyrazinyl

S n-butyl OH 5-ethoxy-2-pyrazinyl

S n-butyl OH 5-chloro-2-pyrazinyl

S n-butyl OH 6-methyl-2-pyrazinyl

S n-butyl OH 6-methoxy-2-pyrazinyl

S n-butyl OH 6-chloro-2-pyrazinyl
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X R? R? Y

S n-butyl OCOOMe '2-pyridyl

S n-butyl OCOOMe 8-pyridyl

S n-butyl OCOOMe 4-pyridyl

S n-butyl OCOOMe 2-methyl-3-pyridyl

S n-butyl OCOOMe 4-methyl-3-pyridyl

S n-butyl OCOOMe 5-methyl-3-pyridyl

S n-butyl OCOOMe 6-methyl-3-pyridyl

S n-butyl 0OCOOMe 2-ethyl-3-pyridyl

S n-butyl OCOOMe 4-ethyl-3-pyridyl

S n-butyl OCOOMe §-ethyl-3-pyridyl

S n-butyl OCOOMe 6-ethyl-3-pyridyl

S n-butyl OCOOMe 2-methoxy-3-pyridyl

S n-butyl OCOOMe 4-methoxy-3-pyridyl

S n-butyl OCOOMe 5-methoxy-3-pyridyl

S n-butyl OCOOMe 8-methoxy-3-pyridyl

S n-butyl OCOOMe 2-ethoxy-3-pyridyl

S n-butyl OCOOMe 4-ethoxy-3-pyridyl

S n-butyl OCOOMe 5-ethoxy-3-pyridyl

S n-butyl 0OCOOMe 8-ethoxy-3-pyridyl

S n-butyl OCOOMe 2-chloro-3-pyridyl

S n-butyl 0COOMe 4-chloro-3-pyridyl

S n-butyl OCOOMe 5-chloro-3-pyridyl

S n-butyl 0OCOOMe 6-chloro-3-pyridyl

S n-butyl 0OCOOMe 2-fluoro-3-pyridyl

S n-butyl OCOOMe 4-fluoro-3-pyridyl

S n-butyl OCOOMe 5-fluoro-3-pyridyl

S n-butyl OCOOMe 6-fluoro-3-pyridyl

S n-butyl 0OCOOMe 2-dimethylamino-3-pyridyl
S n-butyl 0OCOOMe 4-dimethylamino-3-pyridyl
S n-butyl OCOOMe 5-dimethylamino-3-pyridyl
S n-butyl 0OCOOMe 6-dimethylamino-3-pyridyl
S n-butyl 0OCOOMe 2-(1-pyrrolidinyl)-3-pyridyl
S n-butyl OCOOMe 3-(1-pyrrolidinyl)-3-pyridyl
S n-butyl 0OCOOMe 5-(1-pyrrolidinyl)-3-pyridyl
S n-butyl OCOOMe 6-(1-pyrrolidinyl)-3-pyridyl
S n-butyl 0COOMe 2-piperidino-3-pyridyl

S n-butyl OCOOMe 4-piperidino-3-pyridyl

S n-butyl OCOOMe b-piperidino-3-pyridyl

S n-butyl OCOOMe 6-piperidino-3-pyridyl

S n-butyl 0OCO0Me 2-morpholine-3-pyridyl
S n-butyl OCOOMe 4-morpholino-3-pyridyl

S n-butyl OCOOMe 5-morpholino-3-pyridyl

S 1-butyl 0COOMe 6-morpholino-3-pyridyl

S n-butyl OCOOMe 2-hydroxy-3-pyridyl

s n-butyl 0OCOOMe 4-hydroxy-3-pyridyl

S n-butyl OCOOMe 6-hydroxy-3-pyridyl

S n-butyl OCOOMe 6-hydroxy-3-pyridyl
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S n-butyl OCOOMe 2-mercapto-3-pyridyl

S n-butyl OCOOMe 4-mercapto-3-pyridyl

S n-butyl OCOOMe 5-mercapto-3-pyridyl

S n-butyl OCOOMe 6-mercapto-3-pyridyl

S n-butyl 0OGCOOMe 2-methylthio-3-pyridyl

S n-butyl 0OCOOMe 4-methylthio-3-pyridyl
.S n-butyl 0COOMe 5-methylthio-3-pyridyl

S n-butyl 0COOMe 6-methylthio-3-pyridyl

S n-butyl OCOOMe 2,6-dimethyl-3-pyridyl

S n-butyl OCOOMe 5,6-dimethyl-3-pyridyl

S n-butyl 0COOMe 2,6-diethyl-3-pyridyl

S n-butyl OCOOMe 5,6-diethyl-3-pyridyl

S n-butyl OCOOMe 2,6-dimethoxy-3-pyridyl

S n-butyl 0OCOOMe 5,6-dimethoxy-3-pyridyl

S n-butyl OCOOMe 2,6-diethoxy-3-pyridyl

S n-butyl OCOOMe 5,6-diethoxy-3-pyridyl

S n-butyl OCOOMe 2,6-dichloro-3-pyridyl

S n-butyl 0OCOOMe 5,6-dichloro-3-pyridyl

S n-butyl OCOOMe S-chloro—6-methoxy-3-pyridyl

S n-butyl 0OCOOMe 5-chloro-6-ethoxy-3-pyridyl

S n-butyl OCOOMe 2-chloro-6-methyl-3-pyridyl

S n-butyl 0OCOOMe 6-chloro-2-methyl-3-pyridyl

S n-butyl 0OCOOMe 2-methyl-4-pyridyl

S n-butyl OCOOMe 2-ethyl-4-pyridyl

S n-butyl 0OCOOMe 2-methoxy-4-pyridyl

S n-butyl OCOOMe 2-ethoxy-4-pyridyl

S n-butyl 0OCOOMe 2-chloro-4-pyridyl

S n-butyl 0OCOOMe 2-dimethylamino-4-pyridyl

S n-butyl OCOOMe 2-(1-pyrrolidinyl)-4-pyridyl

S n-butyl OCOOMe 2-piperidino-4-pyridyl

S n-butyl OCOOMe 2-morpholino-4-pyridyl

S n-butyl OCOOMe 2-methylthio-4-pyridyl

S n-butyl 0OCOOMe 2-pyrazinyl

S n-butyl 0OCOOMe 5-methyl-2-pyrazinyl

S n-butyl 0COOMe 5-ethyl-2-pyrazinyl

S n-butyl OCOOMe 5-methoxy-2-pyrazinyl

S n-butyl OCOOMe 5-ethoxy-2-pyrazinyl

S n-butyl OCOOMe 5-chloro-2-pyrazinyl

S n-butyl 0OCOOMe 6-methyl-2-pyrazinyl

S n-butyl OCOOMe 6-methoxy-2-pyrazinyl

s n-butyl OCOOMe 6-chloro-2-pyrazinyl
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X R’ R? Y

S n-butyl OCOOEt 2-pyridyl

S n-butyl OCOOEt 3-pyridyl

S n-butyl OCOOEt 4-pyridyl

S n-butyl OCOOEt 2-methyl-3-pyridyl

S n-butyl OCOOEt 4-methyl-3-pyridyl

S n-butyl OCOQEt 5-methyl-3-pyridyl

S n-butyl OCOQOEt 6-methyl-3-pyridyl

S n-butyl OCOOQEt 2-ethyl-3-pyridyl

S n-butyl OCOOEt 4-ethyl-3-pyridyl

S n-butyl OCOOQE¢t 5-ethyl-3-pyridy!

S n-butyl OCOOEt 6-ethyl-3-pyridyl

S n-butyl OCOOQEt 2-methoxy-3-pyridyl

S n-butyl OCOOE¢ 4-methoxy-3-pyridyl

S n-butyl - QOCOOE: S5-methoxy-3-pyridyl

S n-butyl OCOOEt 6-methoxy-3-pyridyl

S n-butyl OCOOEt 2-ethoxy-3-pyridyl

S n-butyl OCOOEt 4-ethoxy-3-pyridyl

S n-butyl OCOOEt 5-ethoxy-3-pyridyl

S n-butyl . OCOOEt 6-ethoxy-3-pyridyl

S n-butyl OCOOEt 2-chloro-3-pyridyl

S n-buty! OCOOEt 4-chlore-3-pyridyl

S n-butyl OCOOEt 5-chloro-3-pyridyl

S n-butyl OCOOEt 6-chloro-3-pyridyl

S n-butyl OCOOEt 2-fluoro-3-pyridyl

S n-butyl OCOOEt 4-fluoro-3-pyridyl

S n-butyl OCOOEt 5-fluoro-3-pyridyl

S n-butyl OCOOEREt 8-fluoro-3-pyridyl

S n-butyl OCOOEt 2-dimethylamino-3-pyridyl
S n-butyl OCOOEt 4-dimethylamino-3-pyridyl
S n-butyl 0C00Lt 5-dimethylamino-3-pyridyl
S n-butyl OCOOEt 6-dimethylamino-3-pyridyl
S n-butyl OCOOEt 2-(1-pyrrolidinyl)-3-pyridyl
S n-butyl OCOOEt 3-(1-pyrrolidinyl)-3-pyridyl
S - n-butyl OCOOEt 5-(1-pyrrolidinyl)-3-pyridyl
S n-butyl OCOOEt 8-(1-pyrrolidinyl)-3-pyridyl
S n-butyl OCOOEt 2-piperidino-8-pyridyl

S n-butyl OCOOQEt 4-piperidino-3-pyridyl

S n-butyl OCOOEtL 5-piperidino-3-pyridyl

S n-butyl OCOOEt 6-piperidino-3-pyridyl

S n-butyl OCOOEt 2-morpholino-3-pyridy]

S n-butyl OCOOEt 4-morpholino-3-pyridyl

S n-butyl OCOOEt 5-morpholino-3-pyridyl

S n-butyl OCOOEt 6-morpholino-3-pyridyl

S n-butyl OCOOEt 2-hydroxy-3-pyridyl

S n-butyl OCOOEt 4-hydroxy-3-pyridyl

S n-butyl OCOOEt 5-hydroxy-3-pyridyl

S n-butyl OCOOEt 6-hydroxy-3-pyridyl

1



WO 02/085905

S n-butyl OCOOEt 2-mercapto-3-pyridyl

S n-butyl OCOOEt 4-mercapto-3-pyridyl

S n-butyl OCOQEt 6-mercapto-3-pyridyl

S n-butyl OCOOEt 6-mercapto-3-pyridyl

S n-butyl OCOOEt 2-methylthio-3-pyridyl

) n-butyl OCOOEt 4-methylthio-3-pyridyl

S n-butyl OCOOEt 5-methylthio-3-pyridyl

S n-butyl OCOOEt 6-methylthio-3-pyridyl

S n-butyl OCOOEtL 2,6-dimethyl-3-pyridyl

S n-butyl OCOOEt 5,6-dimethyl-3-pyridyl

S n-butyl” OCOOEt 2,6-diethyl-3-pyridyl

S n-butyl OCOOE¢t 5,6-diethyl-3-pyridyl

S n-butyl OCOOEt 2,6-dimethoxy-8-pyridyl
S n-butyl OCOOEt 5,6-dimethoxy-3-pyridyl
S n-butyl OCOOEt 2,6-diethoxy-3-pyridyl

S n-butyl OCOOEt 5,6-diethoxy-3-pyridyl

S n-butyl OCOOEt 2,6-dichloro-3-pyridyl

S n-butyl OCOOEt 5,6-dichloro-3-pyridyl

S n-butyl OCOOEt S~chloro-6-methoxy—3-pyridyl
S n-butyl OCOOE¢t 5-chloro-6-ethoxy-3-pyridyl
S n-butyl OCOOEt 2-chloroe-6-methyl-3-pyridyl
S n-butyl OCOOEt 6-chloro-2-methyl-3-pyridyl
S n-butyl OCOOEt 2-methyl-4-pyridyl

] n-butyl OCOOEt 2-ethyl-4-pyridyl

S n-butyl OCOOEt 2-methoxy-4-pyridyl

S n-butyl OCOOEt 2-ethoxy-4-pyridyl

S n-butyl OCOOEt 2-chloro-4-pyridyl

S n-butyl OCOOEt 2-dimethylamino-4-pyridyl
S n-butyl OCOOEL 2-(1-pyrrolidinyl)-4-pyridyl
S n-butyl OCOOEt 2-piperidino-4-pyridyl

S n-butyl OCOOE¢t 2-morpholino-4-pyridyl

S n-butyl OCOOEt 2-methylthio-4-pyridyl

S n-butyl OCOOEt 2-pyrazinyl

S n-butyl OCOOEt 5-methyl-2-pyrazinyl

S n-butyl OCOOEt 5-ethyl-2-pyrazinyl

S n-butyl OCOOEt 5-methoxy-2-pyrazinyl

S n-butyl OCOOEt 5-ethoxy-2-pyrazinyl

S n-butyl OCOOEt 5-chloro-2-pyrazinyl

S n-butyl OCOOEt 6-methyl-2-pyrazinyl

S n-butyl OCOOEt 6-methoxy-2-pyrazinyl

S n-butyl OCOOEt 6-chloro-2-pyrazinyl
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X R! R? Y

S n-pentyl OH 2-pyridyl

S n-pentyl OH 3-pyridyl

S n-pentyl OH 4-pyridyl

S n-pentyl OH 2-methyl-3-pyridyl

S n-pentyl OH 4-methyl-3-pyridyl

S n-pentyl OH 5-methyl-3-pyridyl

S n-pentyl OH 6-methyl-3-pyridyl

S n-pentyl OH 2-ethyl-3-pyridyl

S n-pentyl OH 4-ethyl-3-pyridyl

S n-pentyl OH §-ethyl-3-pyridyl

S n-pentyl OH - 6-ethyl-3-pyridyl

s n-pentyl OH 2-methoxy-3-pyridyl

S n-pentyl OH 4-methoxy-3-pyridyl

S n-pentyl OH S5-methoxy-3-pyridyl

S n-pentyl OH 6-methoxy-3-pyridyl

S n-pentyl OH 2-ethoxy-3-pyridyl

S n-pentyl OH 4-ethoxy-3-pyridyl

S n-pentyl OH 5-ethoxy-3-pyridyl

S n-pentyl OH 6-ethoxy-8-pyridyl

S n-pentyl OH 2-chloro-3-pyridyl

S n-pentyl OH 4-chloro-3-pyridyl

S n-pentyl OH 6-chloro-8-pyridyl

S n-pentyl OH 6-chloro-3-pyridyl

S n-pentyl OoH 2-fluoro-3-pyridyl

S n-pentyl OH 4-fluoro-3-pyridyl

S n-pentyl OH 5-fluoro-3-pyridyl

S n-pentyl OH 6-fluoro-3-pyridyl

S n-pentyl OH 2-dimethylamino-3-pyridyl
S n-pentyl OH 4-dimethylamino-3-pyridy!
S n-pentyl OH 6-dimethylamino-3-pyridyl
S n-pentyl OH 6-dimethylamino-3-pyridyl
S n-pentyl OH 2-(1-pyrrolidinyl)-3-pyridyl
S n-pentyl OH 3-(1-pyrrolidinyl)-3-pyridyl
S n-pentyl OH 5-(1-pyrrolidinyl)-3-pyridyl
8 n-pentyl OH 8-(1-pyrrolidinyl)-3-pyridyl
S n-pentyl OH 2-pipcridino-3-pyridyl

S n-pentyl OH 4-piperidino-3-pyridyl

S n-pentyl - OH 5-piperidino-3-pyridyl

S n-pentyl OH 6-piperidino-3-pyridyl

S n-pentyl on 2-morpholino-3-pyridyl
S n-pentyl OH 4-morpholino-3-pyridyl
S n-pentyl OH §5-morpholino-3-pyridyl
S n-pentyl OH 6-morpholino-3-pyridyl
S n-pentyl OH 2-hydroxy-3-pyridyl

S n-pentyl OH 4-hydroxy-3-pyridyl

S n-pentyl OH 6-hydroxy-3-pyridyl

S n-pentyl OH 6-hydroxy-3-pyridyl
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S n-pentyl OH 2-mercapto-3-pyridyl

S n-pentyl OH 4-mercapto-3-pyridyl

S n-pentyl OH - 5-mercapto-3-pyridyl

S n-pentyl OH 6-mercapto-3-pyridyl

S n-pentyl. OH 2-methylthio-3-pyridyl

S n-pentyl OH 4-methylthio-3-pyridyl
S n-pentyl OH 5-methylthio-3-pyridyl
S n-pentyl OH 6-methylthio-3-pyridyl
S n-pentyl OH 2,6-dimethyl-3-pyridyl
S n-pentyl OB 5,6-dimethyl-3-pyridyl
S n-pentyl OH 2,6-diethyl-3-pyridyl

) n-pentyl OH 5,6-diethyl-3-pyridyl

S n-pentyl OH 2,6-dimethoxy-3-pyridyl
S n-pentyl OH 5,6-dimethoxy-3-pyridyl
S n-pentyl OH 2,6-diethoxy-3-pyridyl

S n-pentyl OH 5,6-diethoxy-3-pyridyl
S n-pentyl OH 2,6-dichloro-3-pyridyl

S n-pentyl OH 5,6-dichloro-3-pyridyl

S n-pentyl OH 5-chloro—6-methoxy-3-pyridyl
S n-pentyl OH 5-chloro-6-ethoxy-3-pyridyl
S n-pentyl OH 2-chloro-6-methyl-3-pyridyl
S n-pentyl OH 6-chloro-2-methyl-3-pyridyl
S n-pentyl OH 2-methyl-4-pyridyl

S n-pentyl OH 2-ethyl-4-pyridyl

S n-pentyl OH 2-methoxy-4-pyridyl

S n-pentyl OH 2-ethoxy-4-pyridyl

S n-pentyl OH 2-chloro-4-pyridyl

S n-pentyl OH 2-dimethylamino-4-pyridyl
S n-pentyl OH 2-(1-pyrrolidinyl)-4-pyridyl
S n-pentyl OH 2-piperidino-4-pyridyl

S n-pentyl OH 2-morpholino-4-pyridyl
S n-pentyl OH 2-methylthio-4-pyridyl
S n-pentyl OH 2-pyrazinyl

S n-pentyl OH 5-methyl-2-pyrazinyl

S n-pentyl OH 5-ethyl-2-pyrazinyl

S n-pentyl OH 5-methoxy-2-pyrazinyl
S n-pentyl OH 6-ethoxy-2-pyrazinyl

S . n-pentyl OH 5-chloro-2-pyrazinyl

S n-pentyl OH 6-methyl-2-pyrazinyl

S n-pentyl OH 6-methoxy-2-pyrazinyl
S n-pentyl OH

6-chloro-2-pyrazinyl
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X R! R® : Y

S n-pentyl - OCOOMe 2-pyridyl

S n-pentyl 0COOMe 3-pyridyl

S n-pentyl OCOOMe 4-pyridyl

S n-pentyl OCOOMe 2-methyl-3-pyridyl

S n-pentyl 0OCOOMe 4.methyl-3-pyridyl

] n-pentyl 0COOMe 5-methyl-3-pyridyl

S n-pentyl 0COOMe 6-methyl-3-pyridyl

S n-pentyl OCOOMe 2-ethyl-3-pyridyl

S n-pentyl 0OCOOMe 4-ethyl-3-pyridyl

S n-pentyl 0OCOOMe 5-ethyl-8-pyridyl

S n-pentyl 0COOMe 6-ethyl-3-pyridyl

S n-pentyl 0OCOOMe 2-methoxy-3-pyridyl

S n-pentyl 0OCOOMe 4-methoxy-3-pyridyl

S n-pentyl OCOOMe 5-methoxy-3-pyridyl

S n-pentyl OCOOMe 6-methoxy-3-pyridyl

S n-pentyl 0OCOOMe 2-ethoxy-3-pyridyl

S n-pentyl OCOOMe 4-ethoxy-3-pyridyl

S n-pentyl 0OCOOMe 5-ethoxy-3-pyridyl

S n-pentyl 0OCOOMe 6-ethoxy-3-pyridyl

S n-pentyl 0COOMe 2-chloro-3-pyridyl

S n-pentyl 0COOMe 4-chloro-3-pyridyl

S n-pentyl OCOOMe . 5-chloro-3-pyridyl

S n-pentyl 0OCOOMe 6-chloro-3-pyridyl

S n-pentyl OCOOMe 2-fluoro-3-pyridyl

s n-pentyl OCOOMe 4-fluoro-3-pyridyl

S n-pentyl 0OCOOMe 5-fluoro-3-pyridyl

S n-pentyl OCOOMe 6-fluoro-3-pyridyl

S n-pentyl 0OCOOMe 2-dimethylamino-3-pyridyl
S n-pentyl OCOOMe 4-dimethylamino-3-pyridyl
S n-pentyl OCOOMe 5-dimethylamino-3-pyridyl | -
S n-pentyl 0COOMe 6-dimethylamino-3-pyridyl |
S n-pentyl OCOOMe 2-(1-pyrrolidinyl)-3-pyridyl
S n-pentyl 0OCOCMe 3-(1-pyrrolidinyl)-3-pyridyl
S n-pentyl 0COOMe 5-(1-pyrrolidinyl)-3-pyridyl
S n-pentyl 0CO0OMe 6-(1-pyrrolidinyl)-3-pyridyl
S n-pentyl 0OCOOMe 2-piperidino-8-pyridyl

S n-pentyl 0COOMe 4-piperidino-3-pyridyl

S n-pentyl OCOOMe 5-piperidino-3-pyridyl

S n-pentyl 0COOMe 6-piperidino-3-pyridyl

S n-pentyl OCOOMe 2-morpholine-3-pyridyl

S n-pentyl OCOOMe 4-morpholino-3-pyridyl

S n-pentyl 0OCOOMe 5-morpholino-3-pyridyl

S n-pentyl . OCOOMe 6-morpholino-8-pyridyl

S n-pentyl OCOOMe 2-hydroxy-3-pyridyl

S n-pentyl OCOOMe 4-hydroxy-3-pyridyl

S n-pentyl OCOOMe 5-hydroxy-3-pyridyl

S n-pentyl OCOOMe 6-hydroxy-3-pyridyl

75



WO 02/085905

S n-pentyl OCOOMe 2-mercapto-3-pyridyl

S n-pentyl OCOOMe 4-mercapto-3-pyridyl

S n-pentyl OCOOMe 5-mercapto-3-pyridyl

S n-pentyl OCOOMe 6-mercapto-3-pyridyl

S n-pentyl OCOOMe 2-methylthio-3-pyridyl

s n-pentyl OCOOMe 4-methylthio-3-pyridyl

S n-pentyl OCOOMe 5-methylthio-3-pyridyl

S n-pentyl OCOOMe 6-methylthio-3-pyridyl

S n-pentyl OCOOMe 2,6-dimethyl-3-pyridyl

S n-pentyl OCOOMe 5,6-dimethyl-3-pyridyl

S n-pentyl 0OCOOMe 2,6-diethyl-3-pyridyl

S .. n-pentyl 0OCOOMe 5,6-diethyl-3-pyridyl

S n-pentyl 0OCOOMe 2,6-dimethoxy-3-pyridyl
S n-pentyl OCOOMe 6,6-dimethoxy-3-pyridyl
S n-pentyl 0OCOOMe 2,6-diethoxy-3-pyridyl

S n-pentyl OCOOMe 5,6-diethoxy-3-pyridyl

S n-pentyl 0OCOOMe 2,6-dichloro-3-pyridyl

S n-pentyl 0COOMe 5,6-dichloro-3-pyridyl

S n-pentyl OCOOMe 5-chloro—-6-methoxy-3-pyridyl
S n-pentyl OCOOMe 5-chloro-6-ethoxy-3-pyridyl
S n-pentyl OCOOMe 2-chloro-6-methyl-3-pyridyl
5 n-pentyl OCOOMe 6-chloro-2-methyl-3-pyridyl
S n-pentyl OCOOMe 2-methyl-4-pyridyl

) n-pentyl OCOOMe 2-ethyl-4-pyridyl

8 n-pentyl OCOOMe 2-methoxy-4-pyridyl

S n-pentyl OCOOMe 2-ethoxy-4-pyridyl

S n-pentyl 0OCOOMe 2-chloro-4-pyridyl

S n-pentyl OCOOMe 2-dimethylamino-4-pyridyl
S n-pentyl 0OCOOMe 2-(1-pyrrolidinyl)-4-pyridyl
S n-pentyl OCOOMe 2-piperidino-4-pyridyl

S n-pentyl OCOOMe 2-morpholino-4-pyridyl

S n-pentyl OCOOMe 2-methylthio-4-pyridyl

S n-pentyl OCOOMe 2-pyrazinyl

S n-pentyl OCOOMe 5-methyl-2-pyrazinyl

S n-pentyl OCOOMe 5-ethyl-2-pyrazinyl

S n-pentyl OCOOMe 5-methoxy-2-pyrazinyl

S n-pentyl 0OCOOMe 5-ethoxy-2-pyrazinyl

S n-pentyl OCOOMe 5-chloro-2-pyrazinyl

S n-pentyl OCOOMe 6-methyl-2-pyrazinyl

S n-pentyl 0CO0OMe 6-methoxy-2-pyrazinyl

S n-pentyl OCOOMe 6-chloro-2-pyrazinyl
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S n-pentyl OCOOEt 2-pyridyl

S n-pentyl 0OCOOEt 3-pyridyl

S n-pentyl OCOOEt 4-pyridyl

S n-pentyl OCOOEt 2-methyl-8-pyridyl

S n-pentyl OCOOEt 4-methyl-3-pyridyl

S n-pentyl . OCOOEt 5-methyl-3-pyridyl

S n-pentyl OCOOEt 6-methyl-3-pyridyl

S p-pentyl OCOOEt 2-ethyl-3-pyridyl

s n-pentyl OCOOEt 4-ethyl-3-pyridyl

S n-pentyl OCOOEt 6-ethyl-3-pyridyl

S n-pentyl OCOOEt 6-ethyl-3-pyridyl

S n-pentyl OCOOE+ 2-methoxy-3-pyridyl

S n-pentyl OCOOE# 4-methoxy-3-pyridyl

S n-pentyl OCOOEt 5-methoxy-8-pyridyl

S n-pentyl OCOOEL 6-methoxy-3-pyridyl

S n-pentyl OCOOEt 2-ethoxy-3-pyridyl

S n-pentyl OCOOEt 4-ethozy-3-pyridyl

S n-pentyl OCOOEt 5-ethoxy-3-pyridyl

S n-pentyl OCOOE& 6-ethoxy-3-pyridyl

S n-pentyl OCOOQEt 2-chloro-3-pyridyl

S n-pentyl OCOOEt 4-chloro-3-pyridyl

S n-pentyl OCOOEt 5-chloro-3-pyridyl

S n-pentyl OCOOEt 6-chloro-3-pyridyl

S n-pentyl OCOOEt 2-fluoro-3-pyridyl

S n-pentyl OCOOEt 4-fluoro-3-pyridyl

S n-pentyl OCOOEt 5-fluoro-3-pyridyl

S _n-pentyl OCOOEt 6-fluoro-3-pyridyl

S n-pentyl OCOOE¢t 2-dimethylamino-3-pyridyl
S n-pentyl OCOOEt 4-dimethylamino-3-pyridyl
s n-pentyl OCOOEt 6-dimethylamino-3-pyridyl
S n-pentyl OCOOEt 6-dimethylamino-3-pyridyl
S n-pentyl OCOOEt 2.-(1-pyrrolidinyl)-3-pyridyl
S n-pentyl OCOOQEt 3-(1-pyrrolidinyl)-3-pyridyl
S n-pentyl OCOOEt 5-(1-pyrrolidinyl)-3-pyridyl
S n-pentyl OCOOEt 6-(1-pyrrolidinyl)-3-pyridyl
S n-pentyl OCOOQEt 2-piperidino-3-pyridyl

S n-pentyl OCOOEt 4-piperidino-3-pyridyl

S n-pentyl OCOOEt 5-piperidino-3-pyridyl

S n-pentyl OCOOEt 6-piperidino-8-pyridyl

S n-pentyl OCOOEt 2-morpholino-3-pyridyl
S n-pentyl OCOOE¢L 4-morpholino-3-pyridyl

S n-pentyl OCOOEt 5-morpholino-3-pyridyl

S n-pentyl OCOOE: 6-morpholino-3-pyridyl

S n-pentyl OCOOEt 2-hydroxy-3-pyridyl

S n-pentyl OCOOEL 4-hydroxy-3-pyridyl

S n-pentyl OCOOEt 5-hydroxy-3-pyridyl

S n-pentyl OCOOEt 6-hydroxy-3-pyridyl
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S n-pentyl OCOOEt 2-mercapto-3-pyridyl

S n-pentyl OCOOQEt 4-mercapto-3-pyridyl

S n-pentyl OCOOQEt H-mercapto-3-pyridyl

S n-pentyl OCOOEL 6-mercapto-3-pyridyl

] n-pentyl OCOOEt 2-methylthio-3-pyridyl

S n-pentyl OCOOEt 4-methylthio-8-pyridyl

S n-pentyl OCOOEt 5-methylthio-3-pyridyl

S n-pentyl OCOOEt 6-methylthio-3-pyridyl

S n-pentyl OCOOE¢t 2,6-dimethyl-3-pyridyl

S n-pentyl OCOOQEt 5,6-dimethyl-8-pyridyl

S n-pentyl OCOOEt 2,6-diethyl-3-pyridyl

S n-pentyl OCOOEt 5,6-diethyl-3-pyridyl

R n-pentyl OCOOEt 2,6-dimethoxy-3-pyridyl
S n-pentyl OCOOEt 5,6-dimethoxy-3-pyridyl
S n-pentyl OCOOEt 2,6-diethoxy-3-pyridyl

S n-pentyl OCOOEt 5,6-diethoxy-3-pyridyl

S n-pentyl OCOOEL 2,6-dichloro-3-pyridyl

S n-pentyl QOCOQOEt 5,6-dichloro-3-pyridyl

S n-pentyl OCOOEt 5-chloro-6-methoxy-3-pyridyl
S n-pentyl OCOOEt 5-chloro-6-ethoxy-3-pyridyl
S n-pentyl OCOOEt 2-chloro-6-methyl-3-pyridyl
s n-pentyl OCOQEt 6-chloro-2-methyl-3-pyridyl
S n-pentyl OCOOEt 2-methyl-4-pyridyl

S n-pentyl OCOOEt 2-ethyl-4-pyridyl

S n-pentyl OCOOEt 2-methoxy-4-pyridyl

S n-pentyl OCOOEt 2-ethoxy-4-pyridyl

S n-pentyl OCOOEt 2-chloro-4-pyridyl

S n-pentyl OCOOEt 2-dimethylamino-4-pyridyl
S n-pentyl OCOOEt 2-(1-pyrrolidinyl)-4-pyridyl
S n-pentyl OCOOE¢L 2-piperidino-4-pyridyl

S n-pentyl OCOOEt 2-morpholino-4-pyridyl

S n-pentyl OCOOEt 2-methylthio-4-pyridyl

S n-pentyl OCOOEt 2-pyrazinyl

S n-pentyl OCOOEt 5-methyl-2-pyrazinyl

S n-pentyl OCOOEt 5-ethyl-2-pyrazinyl

S n-pentyl OCOOEt 5-methoxy-2-pyrazinyl

S n-pentyl OCOOEt 5-ethoxy-2-pyrazinyl

S n-pentyl OCOOQEt 5-chloro-2-pyrazinyl

S n-pentyl OCOOEt 6-methyl-2-pyrazinyl

S n-pentyl OCOOQE¢t 6-methoxy-2-pyrazinyl

S n-pentyl OCOOEt 6-chloro-2-pyrazinyl
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NH | 2-methoxyethyl OH 3-pyridyl

NH | 2-methoxyethyl OH 4-pyridyl

NH | 2-methoxyethyl OH 2-methyl-3-pyridyl
NH | 2-methoxyethyl OH 6-methyl-3-pyridyl
NH | 2-methoxyethyl OH 2-ethyl-3-pyridyl

- NH |2-methoxyethyl OH 6-ethyl-3-pyridyl
NH |2-methoxyethyl OH 6-methoxy-3-pyridyl
NH | 2-methoxyethyl OH 6-ethoxy-3-pyridyl
NH | 2-methoxyethyl OH 2-chloro-3-pyridyl
NH | 2-methoxyethyl OH 6-chloro-3-pyridyl
NH | 2-methoxyethyl OH 5,6-dimethyl-3-pyridyl
NH | 2-methoxyethyl OH 5,6-dimethoxy-3-pyridyl
NH | 2-methoxyethyl OH 5,6-dichloro-3-pyridyl
NH | 2-methoxyethyl OH - 6-dimethylamino-3-pyridyl
NH | 2-methoxyethyl OH 6-(1-pyrrolidinyl)-3-pyridyl
NH | 2-methoxyethyl OH 6-piperidino-3-pyridyl
NH | 2-methoxyethyl OH 6-morpholino-3-pyridyl
NH {2-methoxyethyl OH 6-methylthio-3-pyridyl
NH | 2-methoxyethyl |- OH 2-pyrazinyl

NH | 2-methoxyethyl OH 5-methyl-2-pyrazinyl
NH |3-methoxypropyl OH 3-pyridyl

NH |3-methoxypropyl OH 4-pyridyl

NH |3-methoxypropyl OH 2-methyl-3-pyridyl
NH [3-methoxypropyl OH 6-methyl-3-pyridyl
NH |3-methoxypropyl OH 2-ethyl-3-pyridyl
NH [3-methoxypropyl OH 6-ethyl-3-pyridyl
NH |3-methoxypropyl OH 2-methoxy-3-pyridyl
NH |3-methoxypropyl OH 6-methoxy-3-pyridyl
NH {3-methoxypropyl OH 6-ethoxy-3-pyridyl
NH {3-methoxypropyl OH 2-chloro-3-pyridyl
NH |3-methoxypropyl OH 6-chloro-3-pyridyl
NH [8-methoxypropyl OH 5,6-dimethyl-3-pyridyl
NH (3-methoxypropyl OR 5,6-dimethoxy-3-pyridyl
NH |3-methoxypropyl OH 5,6-dichloro-3-pyridyl
NH |3-methoxypropyl OH 6-dimethylamino-3-pyridyl
NH |3-methoxypropyl OH 6-(1-pyrrolidinyl)-3-pyridyl
NH [3-methoxypropyl OH 6-piperidino-3-pyridyl
NH |3-methoxypropyl OH 6-morpholino-3-pyridyl
NH |3-methoxypropyl OH 6-methylthio-3-pyridyl
NH ([3-methoxypropyl OH 2-pyrazinyl

NH |3-methoxypropyl OH 5-methyl-2-pyrazinyl
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o 2-methoxyethyl OH 3-pyridyl

6] 2-methoxyethyl OH 4-pyridyl

&) 2-methoxyethyl OH 2-methyl-3-pyridyl

0] 2-methoxyethyl OH 6-methyl-3-pyridyl

(0] 2-methoxyethyl OH 2-ethyl-3-pyridyl

(0] 2-methoxyethyl OH 6-ethyl-3-pyridyl

) 2-methoxyethyl OH 6-methoxy-3-pyridyl
0] 2-methoxyethyl OH 6-ethoxy-3-pyridyl

O 2-methoxyethyl OH 2-chloro-3-pyridyl

(0] 2-methoxyethyl OH 6-chloro-3-pyridyl

(o) 2-methoxyethyl OH 5,6-dimethyl-3-pyridyl -
O 2-methoxyethyl OH 5,6-dimethoxy-3-pyridyl
8] 2-methoxyethyl OH 5,6-dichloro-3-pyridyl
(o) 2-methoxyethyl OH 6-dimethylamino-3-pyridyl
0] 2-methoxyethyl OH 6-(1-pyrrolidinyl)-3-pyridyl
(o} 2-methoxyethyl OH 6-piperidino-3-pyridyl
O 2-methoxyethyl OH 6-morpholino-3-pyridyl
(8] 2-methoxyethyl OH 6-methylthio-3-pyridyl
0] 2-methoxyethyl OH 2-pyrazinyl

(8] 2-methoxyethyl OH 5-methyl-2-pyrazinyl
O  [3-methoxypropyl OH 3-pyridyl

O 3-methoxypropyl OH 4-pyridyl

0] 3-methoxypropyl OH 2-methyl-3-pyridyl

O  [3-methoxypropyl OH 6-methyl-3-pyridyl

6] 3-methoxypropyl OH 2-ethyl-3-pyridyl

O  |3-methoxypropyl OH 6-ethyl-3-pyridyl

O 3-methoxypropyl OH 2-methoxy-3-pyridyl

(8 3-methoxypropyl OH 6-methoxy-3-pyridyl

O 3-methoxypropyl OH 6-ethoxy-3-pyridyl’

O  [3-methoxypropyl OH 2-chloro-3-pyridyl

O  |3-methoxypropyl 0] :1 6-chloro-3-pyridyl

0. |3-methoxypropyl| 10) 34 5,6-dimethyl-3-pyridyl
O  |3-methoxypropyl OH 5,6-dimethoxy-3-pyridyl
O  |3-methoxypropyl OH 5,6-dichloro-3-pyridyl
8] 3-methoxypropyl OH 6-dimethylamino-3-pyridyl
(6] 3-methoxypropyl OH 6-(1-pyrrolidinyl)-3-pyridyl
0] 3-methoxypropyl OH 6-piperidino-3-pyridyl
O 3-methoxypropyl OH 6-morpholino-3-pyridyl
0 3-methoxypropyl OH 6-methylthio-3-pyridyl
O  |3-methoxypropyl OH 2-pyrazinyl

(6] 3-methoxypropyl OH 5-methyl-2-pyrazinyl

80

PCT/JP02/03727



WO 02/085905

X - R R? Y

S 2-methoxyethyl OH 3-pyridyl

S 2-methoxyethyl OH 4-pyridyl

S 2-methoxyethyl OH 2-methyl-3-pyridyl

S 2-methoxyethyl OH 6-methyl-3-pyridyl

S 2-methoxyethyl OH 2-ethyl-3-pyridyl

S 2-methoxyethyl OH 6-ethyl-3-pyridyl

S 2-methoxyethyl OH 6-methoxy-3-pyridyl

S 2-methoxyethyl OH 6-ethoxy-3-pyridyl

S 2-methoxyethyl OH 2-chloro-3-pyridy!

S 2-methoxyethyl OH 6-chloro-3-pyridyl

S 2-methoxyethyl OH 5,6-dimethyl-3-pyridyl
S 2-methoxyethyl OH 5,6-dimethoxy-3-pyridyl
S 2-methoxyethyl OH 5,6-dichloro-8-pyridyl
S 2-methoxyethyl OH 6-dimethylamino-3-pyridyl
S 2-methoxyethyl OH 6-(1-pyrrolidinyl)-3-pyridyl
S 2-methoxyethyl (6) 51 6-piperidino-3-pyridyl
S 2-methoxyethyl OH 6-morpholino-8-pyridyl
S 2-methoxyethyl OH 6-methylthio-3-pyridyl
S 2-methoxyethyl OH 2-pyrazinyl

S 2-methoxyethyl OH 5-methyl-2-pyrazinyl
S 2-hydroxyethyl OH 3-pyridyl

] 2-hydroxyethyl OH 4-pyridyl

S 2-hydroxyethyl OH 2-methyl-3-pyridyl

S 2-hydroxyethyl OB 6-methyl-3-pyridyl

S 2-hydroxyethyl OH 2-ethyl-3-pyridyl

S 2-hydroxyethyl OH 6-ethyl-3-pyridyl

S 2-hydroxyethyl OH 2-methoxy-3-pyridyl

S 2-hydroxyethyl OH 6-methoxy-3-pyridyl

S 2-hydroxyethyl OH 6-ethoxy-3-pyridyl

S 2-hydroxyethyl OH 2-chloro-3-pyridyl

S 2-hydroxyethyl OH 8-chloro-3-pyridyl

S 2-hydroxyethyl OH 5,6-dimethyl-3-pyridyl
S 2-hydroxyethyl OH 5,6-dimethoxy-3-pyridyl
S 2-hydroxyethyl OH 5,6-dichloro-3-pyridyl
S 2-hydroxyethyl OH 6-dimethylamino-3-pyridyl
S .2-hydroxyethyl OH 6-(1-pyrrolidinyl)-3-pyridyl
S 2-hydroxyethyl OH B-piperidino-3-pyridyl
s 2-hydroxyethyl OH 6-morpholino-3-pyridyl
S 2-hydroxyethyl oH 6-methylthio-3-pyridyl
S 2-hydroxyethyl OH 2-pyrazinyl

S 2-hydroxyethyl OH 5-methyl-2-pyrazinyl
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NH propyl OH 1-naphthyl
NH propyl OH 2-paphthy]
NH propyl OH 2-pyrrolyl
NH propyl OH 3-pyrrolyl
NH propyl OH 2-furyl
NH propyl OH 3-furyl
NH propyl OH 2-thienyl

" NH propyl OH 3-thienyl
NH propyl OH 3-pyrazolyl
NH propyl OH 4-pyrazolyl
NH propyl OH 2-imidazolyl
NH propyl OH 4-imidazolyl
NH propyl OH 2-oxazolyl
NH propyl OH 4-oxazolyl
NH propyl OH 5-oxazolyl
NH propyl OH 2-thiazolyl
NH propyl OH 4-thiazolyl
NH propyl OH 5-thiazolyl
NH propyl OH 2-pyrimidinyl
NH propyl OH 4-pyrimidinyl
NH propyl OH 5-pyrimidinyl
NH propyl OH 2-indolyl
NH propyl OH 3-indolyl
NH propyl OH S-indolyl
NH propyl OH 6-indolyl
NH propyl OH 5-benzimidazolyl
NH propyl OH 2-benzofuryl
NH propyl OH 3-indazolyl
NH propyl OH 2-benzoxazolyl
NH propyl OH 4-fluoro-1-naphthyl
NH propyl OH 5-chloro-2-thienyl
NH propyl OH 4-methyl-1-naphthyl
NH propyl OH 1-methyl-2-pyrrolyl
NH propyl OH 2-methyl-3-furyl
NH propyl OH 5-methyl-2-thieny!l
NH propyl OH 4-methyl-5-imidazolyl
NH propyl OH 1-methyl-3-indolyl
NH propyl OH 2-methoxy-1-naphthyl
NH propyl OH 3-methoxy-2-naphthyl
NH propyl OH 6-ethoxy-2-naphthy!
NH propyl OH 5-methoxy-3-indolyl
NH propyl OH 1,4-dimethoxy-2-naphthyl
NH propyl OH 5,6-dimethoxy-2-indolyl
NH propyl OH 5-methoxy-1-methyl-2-indolyl
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NH propyl OCOOMe . 1-naphthyl
NH propyl OCOOMe 2-naphthyl
NH propyl OCOOMe 2-pyrrolyl
NH propyl OCOOMe 3-pyrrolyl
NH propyl OCOOMe 2-furyl
NH propyl OCOOMe 3-furyl
NH propyl 0OCOOMe 2-thienyl
NH propyl OCOOMe 3-thienyl
NH propyl OCOOMe 3-pyrazolyl
NH propyl OCOOMe 4-pyrazolyl
NH propyl OCOOMe 2-imidazolyl
NH propyl OCOOMe 4-imidazolyl
NH propyl OCOOMe 2-oxazolyl
NH propyl OCOOMe 4-oxazolyl
NH propyl OCOOMe 5-oxazolyl
NH propy! OCOOMe 2-thiazolyl
NH propyl OCOOMe 4-thiazolyl
NH propyl OCOOMe S-thiazolyl
NH propyl OCOOMe 2-pyrimidinyl
NH propy! OCOOMe 4-pyrimidinyl
NH propyl OCOOMe 5-pyrimidinyl
NH propyl OCOOMe 2-indolyl
NH propyl OCOOMe 3-indolyl
NH propyl OCOOMe 5-indolyl
NH propyl 0OCOOMe 6-indolyl
NH propyl OCOOMe 5-benzimidazolyl
NH propyl OCOOMe 2-benzofuryl
NH propyl 0OCOOMe 3-indazolyl
NH propyl OCOOMe 2-benzoxazolyl
NH propyl OCOOMe 4-fluoro-1-naphthyl
NH propyl 0OCOOMe 5-chloro-2-thienyl
NH propyl OCOOMe 4-methyl-1-naphthyl
NH propyl OCOOMe 1-methyl-2-pyrrolyl
NH propyl OCOOMe 2-methyl-3-furyl
NH propyl OCOOMe 5-methyl-2-thienyl
NH propyl OCOOMe 4-methyl-5-imidazolyl
NH propyl OCOOMe 1-methyl-3-indolyl
NH propyl OCOOMe 2-methoxy-1-naphthyl
NH propyl OCOOMe 3-methoxy-2-naphthyl
NH propyl OCOOMe 6-ethoxy-2-naphthyl
NH propyl OCOOMe 5-methoxy-3-indolyl
NH propyl OCOOMe 1,4-dimethoxy-2-naphthyl
NH propyl OCOOMe 5,6-dimethoxy-2-indolyl
NH propyl OCOOMe 5-methoxy-1-methyl-2-indolyl
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NH propyl OCOOEt I-naphthyl
NH propyl OCOOEt 2-naphthyl
NH propyl OCOOEt 2-pyrrolyl
NH propyl OCOOEt 3-pyrrolyl
NH propyl OCOOEt 2-furyl
NH propyl OCOOEt 3-furyl
NH propyl OCOOEt 2-thienyl
NH propyl OCOOEt 3-thienyl
NH propyl OCOOEt 3-pyrazolyl
NH propyl OCOOEt 4-pyrazolyl
NH propyl OCOOEt 2-imidazolyl
NH propy! OCOQEt 4-imidazolyl
NH propyl OCOOEt 2-oxazolyl
NH propyl OCOOEt 4-pxazolyl
NH propyl OCOOQEt 5-oxazolyl
NH propyl OCOOEt 2-thiazolyl
NH propyl OCOOEt 4-thiazolyl
NH propyl OCOOEt 5-thiazolyl
NH propyl OCOOQEt 2-pyrimidinyl
NH propyl OCOOQEt 4-pyrimidinyl
NH propyl OCOOEt 5-pyrimidinyl
NH propyl OCOOEt 2-indolyl
NH propy! OCOOEt 3-indolyl
NH propyl OCOOEt 5-indolyl
NH propyl OCOOEt 6-indolyl
NH propyl OCOOQEt 5-benzimidazolyl
NH propyl OCOOEt 2-benzofuryl
NH propyl OCOOEt 3-indazolyl
NH propyl OCOOEt 2-benzoxazolyl
NH propyl OCOOEt 4-fluoro-1-naphthyl
NH propyl OCOOEt 5-chloro-2-thieny!
NH propyl OCOOEt 4-methyl-1-naphthyl
NH propyl OCOOEt 1-methyl-2-pyrrolyl
NH propyl OCOOEt 2-methyl-3-furyl
NH propy! OCOOEt 5-methyl-2-thienyl
NH propyl OCOOEt 4-methyl-5-imidazolyl
NH propyl OCOOEt 1-methyl-3-indolyl
NH propyl OCOOEt 2-methoxy-1-naphthyl
NH propyl OCOOEt 3-methoxy-2-naphthyl
NH propyl OCOOEt 6-ethoxy-2-naphthyl
NH propyl OCOOEt 5-methoxy-3-indolyl
NH propyl OCOOEt 1,4-dimethoxy-2-naphthyl
NH propyl OCOOEt 5,6-dimethoxy-2-indolyl
NH propyl OCOOEt 5-methoxy-1-methyl-2-indolyl
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NH n-butyl OH 1-naphthyl
NH n-butyl OH 2-naphthyl
NH n-butyl OH 2-pyrrolyl
NH n-butyl OH 3-pyrrolyl
NH n-butyl OH 2-furyl
NH n-butyl OH 3-furyl
NH n-butyl OH 2-thienyl
NH n-butyl OH 3-thienyl
NH n-butyl OH 3-pyrazolyl
NH n-butyl OH 4-pyrazolyl
NH n-butyl OH 2-imidazolyl
NH n-butyl OH 4-imidazolyl
NH n-butyl OH 2-oxazolyl
NH n-butyl OH 4-oxazolyl
NH n-butyl OH 5-oxazolyl
NH n-butyl OH 2-thiazolyl
NH n-butyl OH 4-thiazolyl
NH n-butyl OH 5-thiazolyl
NH n-butyl OH 2-pyrimidinyl
NH n-butyl OH 4-pyrimidinyl
NH n-butyl OH 5-pyrimidinyl
NH n-butyl OH 2-indolyl
NH n-butyl OH 3-indolyl
NH n-butyl OH 5-indolyl
NH n-butyl OH 6-indolyl
NH n-butyl OH 5-benzimidazoly!
NH .n-butyl OH 2-benzofuryl
NH n-butyl OH 3-indazolyl
NH n-butyl OH 2-benzoxazolyl
NH n-butyl OH 4-fluoro-1-naphthyl
NH n-butyl OH 5-chloro-2-thienyl
NH n-butyl OH 4-methyl-1-naphthyl
NH n-butyl OH 1-methyl-2-pyrroly}
NH n-butyl OH 2-methyl-3-furyl
NH n-butyl OH 5-methyl-2-thienyl
NH n-butyl OH 4-methyl-5-imidazolyl
NH n-butyl OH 1-methyl-3-indolyl
NH n-butyl OH 2-methoxy-1-naphthyl
NH n-butyl OH 3-methoxy-2-naphthyl
NH n-butyl OH 6-ethoxy-2-naphthyl
NH n-butyl OH 5-methoxy-3-indolyl
NH n-butyl OH 1,4-dimethoxy-2-naphthyl
NH n-butyl OH 5,6-dimethoxy-2-indolyl
NH n-butyl OH 5-methoxy-1-methyl-2-indolyl
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NH n-butyi OCOOMe 1-naphthyl

NH n-butyl OCOOMe 2-naphthyl

NH n-butyl OCOOMe 2-pyrrolyl

NH n-butyl OCOOMe "3-pyrroly!

NH n-butyl OCOOMe 2-furyl

NH n-butyl OCOOMe 3-furyl

NH n-butyl 0OCOOMe 2-thienyl

NH n-butyl OCOOMe 3-thienyl

NH n-butyl OCOOMe 3-pyrazolyl

NH n-butyl 0OCOOMe 4-pyrazolyl

NH n-butyl 0OCOOMe 2-imidazolyl

NH n-butyl OCOOMe 4-imidazolyl

NH n-butyl OCOOMe 2-oxazolyl

NH n-butyl OCOOMe 4-oxazolyl

NH n-butyl 0OCOOMe 5-oxazolyl

NH n-butyl OCOOMe 2-thiazolyl

NH n-butyl OCOOMe 4-thiazolyl

NH n-butyl OCOOMe 5-thiazolyl

NH n-butyl OCOOMe 2-pyrimidinyl
NH n-butyl OCOOMe 4-pyrimidinyl
NH n-butyl OCOOMe 5-pyrimidinyl

NH n-butyl OCOOMe 2-indolyl

NH n-butyl OCOOMe 3-indolyl

NH " n-butyl OCOOMe 5-indolyl

NH n-butyl OCOOMe 6-indolyl

NH n-butyl OCOOMe 5-benzimidazoly!
NH n-butyl 0OCOOMe 2-benzofuryl

NH n-butyl OCOOMe 3-indazolyl

NH n-butyl OCOOMe 2-benzoxazolyl
NH n-butyl OCOOMe 4-fluoro-1-naphthyl
NH n-buty) OCOOMe 5-chloro-2-thienyl
NH n-butyl OCOOMe 4-methyl-1-naphthyl
NH n-butyl OCOOMe 1-methyl-2-pyrrolyl
NH n-butyl 0OCOOMe 2-methyl-3-furyl
NH n-butyl OCOOMe 5-methyl-2-thienyl
NH n-butyl OCOOMe 4-methyl-5-imidazolyl
NH n-butyl OCOOMe 1-methyl-3-indolyl
NH n-butyl OCOOMe 2-methoxy-1-naphthyl
NH n-butyl OCOOMe 3-methoxy-2-naphthyl
NH " n-butyl OCOOMe 6-ethoxy-2-naphthyl
NH n-butyl OCOOMe 5-methoxy-3-indolyl
NH n-butyl OCOOMe 1,4-dimethoxy-2-naphthyl
NH n-buty! OCOOMe 5,6-dimethoxy-2-indolyl
NH n-butyl . OCOOMe 5-methoxy-1-methyl-2-indolyl
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NH n-butyl OCOOEt 1-naphthyl

NH n-butyl OCOOEt 2-naphthyl

NH n-butyl OCOOEt 2-pyrrolyl

NH n-butyl OCOOEt 3-pyrrolyl

NH n-butyl OCOOEt 2-furyl

NH n-butyl OCQOOEt 3-furyl

NH n-butyl OCOOEt 2-thienyl

NH n-butyl OCOOEt 3-thienyl

NH n-butyl OCOOEt 3-pyrazolyl

NH n-butyl OCOOEt 4-pyrazolyl

NH n-butyl OCOOEt 2-imidazolyl
NH n-butyl OCOOEt 4-imidazolyl
NH n-butyl OCOOEt 2-oxazolyl

NH n-butyl OCOOEt 4-oxazolyl

NH n-butyl OCOOEt 5-oxazolyl

NH n-butyl OCOOEt 2-thiazolyl

NH n-butyl OCOOEt 4-thiazolyl

NH n-butyl OCOOEt S-thiazolyl

NH n-butyl OCOOEt 2-pyrimidinyl
NH n-butyl OCOOEt 4-pyrimidinyl

NH n-butyl OCOOEt 5-pyrimidinyl
NH n-butyl OCOOEt 2-indolyl

NH n-butyl OCOOEt 3-indolyl

NH n-butyl OCOOEt 5-indolyl

NH n-butyl OCOOEt 6-indolyl

NH - n-butyl OCOQOEt 5-benzimidazolyl
NH n-butyl OCOOEt 2-benzofuryl

NH n-butyl OCOOEt 3-indazoly}

NH n-butyl OCOOEt 2-benzoxazolyl
NH n-butyl OCOOEt 4-fluoro-1-naphthyl
NH n-butyl OCOOEt 5-chloro-2-thienyl
NH n-butyl OCOOEt 4-methyl-1-naphthyl
NH n-butyl OCOOEt 1-methyl-2-pyrrolyl
NH n-butyl OCOOEt 2-methyl-3-furyl
NH n-butyl OCOOEt 5-methyl-2-thienyl
NH n-butyl OCOOEt 4-methyl-5-imidazoly!
NH n-butyl OCOOEt 1-methyl-3-indolyl
NH n-butyl OCOQOEt 2-methoxy-1-naphthyl
NH n-butyl OCOOQEt 3-methoxy-2-naphthyl
NH n-butyl OCOOQEt 6-ethoxy-2-naphthyl
NH n-butyl OCOOEt 5-methoxy-3-indolyl
NH n-butyl OCOOEt 1,4-dimethoxy-2-naphthy!
NH n-butyl OCOOEt 5,6-dimethoxy-2-indolyl
NH n-butyl OCOOEt 5-methoxy-1-methyl-2-indoly]
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NH n-pentyl OH 1-naphthyl
NH n-pentyl OH 2-naphthyl
NH n-pentyl OH 2-pyrrolyl
NH n-pentyl OH 3-pyrrolyl
NH n-pentyl OH 2-furyl
NH n-pentyl OH 3-furyl
NH n-pentyl OH 2-thienyl
NH n-pentyl OH 3-thienyl
NH n-pentyl OH 3-pyrazolyl
NH n-pentyl OH 4-pyrazolyl
NH n-pentyl OH 2-imidazolyl
NH n-pentyl OH 4-imidazolyl
NH n-pentyl OH 2-oxazolyl
NH n-pentyl OH 4-oxazolyl
NH n-pentyl OH 5-oxazolyl
NH n-pentyl OH 2-thiazolyl
NH n-pentyl OH 4-thiazolyl
NH n-pentyl OH 5-thiazoly!
NH n-pentyl OH 2-pyrimidinyl
NH n-pentyl OH 4-pyrimidinyl
NH n-pentyl OH S-pyrimidinyl
NH n-pentyl OH 2-indoly!
NH n-pentyl OH 3-indolyl
NH n-pentyl OH ) 5-indolyl
NH n-pentyl OH 6-indolyl
NH n-pentyl OH 5-benzimidazolyl
NH n-pentyl OH 2-benzofuryl
NH n-pentyl OH 3-indazolyl
NH n-pentyl OH 2-benzoxazolyl
NH n-pentyl OH 4-fluoro-1-naphthyl
NH n-pentyl OH 5-chloro-2-thienyl
NH n-pentyl OH 4-methyl-1-naphthyl
NH n-pentyl OH . 1-methyl-2-pyrrolyl
NH n-pentyl OH 2-methyl-3-furyl
NH n-pentyl OH 5-methyl-2-thienyl
NH n-pentyl OH 4-methyl-5-imidazolyl
NH n-pentyl OH 1-methyl-3-indolyl
NH n-pentyl OH 2-methoxy-1-naphthyl
NH n-pentyl OH 3-methoxy-2-naphthyl
NH n-pentyl OH 6-ethoxy-2-naphthyl
NH n-pentyl OH 5-methoxy-3-indolyl
NH n-pentyl OH 1,4-dimethoxy-2-naphthyl
NH n-pentyl OH 5,6-dimethoxy-2-indolyl
NH n-pentyl OH S-methoxy- |-methyl-2-indolyl
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NH n-pentyl OCOOMe 1-naphthyl
NH n-pentyl OCOOMe 2-naphthyl
NH n-pentyl OCOOMe 2-pyrrolyl
NH n-pentyl OCOOMe 3-pyrrolyl
NH n-pentyl 0OCOOMe 2-furyl
NH n-pentyl OCOOMe 3-furyl
NH n-pentyl OCOOMe 2-thienyl
NH n-pentyl OCOOMe 3-thienyl
NH n-pentyl OCOOMe - 3-pyrazoly!
NH n-pentyl OCOOMe 4-pyrazolyl
NH n-pentyl OCOOMe 2-imidazolyl
NH n-pentyl OCOOMe 4-imidazolyl
NH n-pentyl OCOOMe 2-oxazolyl
NH n-pentyl OCOOMe 4-oxazolyl
NH n-pentyl OCOOMe 5-oxazolyl
NH n-pentyl OCOOMe 2-thiazolyl
NH n-pentyl OCOOMe 4-thiazolyl
NH n-pentyl OCOOMe 5-thiazolyl
NH n-pentyl OCOOMe 2-pyrimidinyl
NH n-pentyl OCOOMe 4-pyrimidinyl
NH n-pentyl OCOOMe 5-pyrimidinyl
NH n-pentyl OCOOMe 2-indolyl
NH n-pentyl OCOOMe 3-indolyl
NH n-pentyl OCOOMe 5-indolyl
NH n-pentyl OCOOMe 6-indoly]
NH n-pentyl OCOOMe 5-benzimidazolyl
NH n-pentyl OCOOMe 2-benzofuryl
NH n-pentyl OCOOMe 3-indazolyl
NH n-pentyl OCOOMe 2-benzoxazolyl
NH n-pentyl OCOOMe 4-fluoro-1-naphthyl
NH n-pentyl OCOOMe 5-chloro-2-thienyl
NH n-pentyl OCOOMe 4-methyl-1-naphthyl
NH n-pentyl OCOOMe 1-methyl-2-pyrrolyl
NH n-pentyl OCOOMe 2-methyl-3-furyl
NH n-pentyl OCOOMe 5-methyl-2-thienyl
NH n-pentyl OCOOMe 4-methyl-5-imidazolyl
NH n-pentyl OCOOMe 1-methyl-3-indolyl
NH n-pentyl OCOOMe 2-methoxy-1-naphthyl
NH n-pentyl OCOOMe 3-methoxy-2-naphthyl
NH n-pentyl OCOOMe 6-ethoxy-2-naphthyl
NH n-pentyl OCOOMe 5-methoxy-3-indolyl
NH n-pentyl OCOOMe 1,4-dimethoxy-2-naphthyl
NH n-pentyl OCOOMe 5,6-dimethoxy-2-indolyl
NH n-pentyl 0OCOOMe 5-methoxy-1-methyl-2-indolyl
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X R! R? Y
NH n-pentyl OCOOEt 1-naphthy]
NH n-pentyl OCOOEt 2-naphthyl
NH n-pentyl OCOOEt 2-pyrrolyl
NH n-pentyl OCOOEt 3-pyrroly!
NH n-pentyl OCOOQEt 2-furyl
NH n-pentyl OCOOEt 3-furyl
NH n-pentyl OCOOEt 2-thienyl
NH n-pentyl OCOOEt 3-thienyl
NH n-pentyl OCOOEt 3-pyrazolyl
NH n-pentyl OCOOEt 4-pyrazolyl
NH n-pentyl OCOOEt 2-imidazolyl
NH n-pentyl OCOOEt 4-imidazoly!
NH n-pentyl OCOOEt 2-oxazolyl
NH n-pentyl OCOOEt 4-oxazolyl
NH n-pentyl OCOOEt 5-oxazolyl
NH n-pentyl OCOOEt 2-thiazolyl
NH n-pentyl OCOOEt 4-thiazolyl
NH n-pentyl OCOOEt 5-thiazolyl
NH n-pentyl OCOOEt 2-pyrimidinyl
NH n-pentyl OCOOEt 4-pyrimidinyl
NH n-pentyl OCOOEt 5-pyrimidinyl
NH n-pentyl OCOOEt 2-indolyl
NH n-pentyl OCOOEt 3-indolyl
NH n-pentyl OCOOEt 5-indolyl
NH n-pentyl OCOOEt 6-indolyl
NH n-pentyl OCOOEt 5-benzimidazolyl
NH n-pentyl OCOOEt 2-benzofuryl
NH n-pentyl OCOOEt 3-indazolyl
NH n-pentyl OCOOEt 2-benzoxazoly!l
NH | n-pentyl OCOOEt 4-fluoro-1-naphthyl
NH n-pentyl OCOOEt 5-chloro-2-thienyl
NH n-penty! OCOOEt 4-methyl-1-naphthyl
NH n-pentyl OCOOEt 1-methyl-2-pyrrolyl
NH n-pentyl OCOOEt 2-methyl-3-furyl
NH n-pentyl OCOOEt 5-methyl-2-thienyl
NH n-pentyl OCOOEt 4-methyl-5-imidazolyl
NH n-pentyl OCOOEt 1-methyl-3-indolyl
NH n-pentyl OCOOEt 2-methoxy-1-naphthyl
NH n-pentyl OCOOEt 3-methoxy-2-naphthyl
NH n-pentyl OCOOEt 6-ethoxy-2-naphthyl '
NH n-pentyl OCOOEt 5-methoxy-3-indolyl
NH n-pentyl OCOOEt 1,4-dimethoxy-2-naphthyli
NH n-pentyl OCOOEt 5,6-dimethoxy-2-indolyl
NH n-pentyl OCOOEt 5-methoxy-1-methyl-2-indolyl
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0 propyl OH 1-naphthyl

o propyl OH 2-naphthyl

(0] propyl OH 2-pyrrolyl

0] propyl OH 3-pyrrolyl

o propy! OH 2-furyl

0 propy!l OH 3-furyl

(0] propyl OH 2-thienyl

(o] propyl OH 3-thienyl

o) propyl OH 3-pyrazolyl

(0] propyl OH 4-pyrazolyl

0] propyl OH 2-imidazolyl

O propyl OH 4-imidazoly]

0 propyl OH 2-oxazolyl

0] propyl OH 4-oxazolyl

O propyl OH 5-oxazolyl

(0] propyl OH 2-thiazolyl

0 propyl OH 4-thiazolyl

(0] propyl OH 5-thiazolyl

&) propyl OH 2-pyrimidinyl

O propyl OH 4-pyrimidinyl

(0] propyl OH S-pyrimidinyl

0] propyl OH 2-indolyl

O propyl OH 3-indolyl

0 propyl OH 5-indolyl

O propyl OH 6-indolyl

o propyl OH 5-benzimidazolyl

o) propyl OH 2-benzofuryl

(0] propyl OH 3-indazolyl

(0] propyl OH 2-benzoxazolyl

(0] propyl OH 4-fluoro-1-naphthyl
0 propyl OH 5-chloro-2-thienyl
(0] propyl OH 4-methyl-1-naphthyl
0 propyl OH 1-methyl-2-pyrrolyl
(0] propyl OH 2-methyl-3-furyl

0 propyl OH 5-methyl-2-thienyl]
(0] propyl OH 4-methyl-5-imidazolyl
(0] propyl OH 1-methyl-3-indolyl
(0] propyl OH 2-methoxy-1-naphthyl
0] propyl OH 3-methoxy-2-naphthyl
0 propyl OH 6-ethoxy-2-naphthyl
0} propyl OH 5-methoxy-3-indolyl
0] propyl OH 1,4-dimethoxy-2-naphthyl
(0] propyl OH 5,6-dimethoxy-2-indolyl
o propyl OH 5-methoxy-1-methyl-2-indolyl
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0] propyl OCOOMe 1-naphthyl

o propyl OCOOMe 2-naphthyl

o propyl OCOOMe 2-pyrrolyl

(0] propyl OCOOMe 3-pyrrolyl

0 propyl OCOOMe 2-furyl

6] propyl OCOOMe 3-furyl

O propyl OCOOMe 2-thienyl

o propyl OCOOMe 3-thienyl

0] propyl OCOOMe 3-pyrazolyl

(0] propyl OCOOMe 4-pyrazolyl

(0] propyl OCOOMe 2-imidazoly]

0] propyl OCOOMe 4-imidazolyl

(0] propyl OCOOMe 2-oxazolyl

6] propyl OCOOMe 4-oxazolyl

o propyl OCOOMe 5-oxazolyl

o propyl OCOOMe 2-thiazolyl

o propyl OCOOMe 4-thiazolyl

o propyl OCOOMe 5-thiazolyl

(0] propyl OCOOMe 2-pyrimidinyl

0] propyl OCOOMe 4-pyrimidinyl

o propyl OCOOMe 5-pyrimidinyl

0] propyl OCOOMe 2-indolyl

(0] propyl OCOOMe 3-indolyl

O propyl OCOOMe 5-indolyl

0] propyl OCOOMe 6-indolyl

(0] propyl OCOOMe 5-benzimidazolyl
(0] propyl OCOOMe 2-benzofuryl

(0] propyl OCOOMe 3-indazolyl

0 propyl OCOOMe 2-benzoxazolyl

o] propyl OCOOMe 4-fluoro-1-naphthyl
0 propyl OCOOMe 5-chloro-2-thienyl
0] propyl OCOOMe 4-methyl-1-naphthyl
8] propyl . OCOOMe 1-methyl-2-pyrrolyl
0 propyl OCOOMe 2-methyl-3-furyl
(0] propyl OCOOMe 5-methyl-2-thienyl
O propyl OCOOMe 4-methyl-5-imidazolyl
o] propyl OCOOMe 1-methyl-3-indolyl
0 propyl OCOOMe 2-methoxy-1-naphthyl
0] propyl OCOOMe 3-methoxy-2-naphthyl
o propyl OCOOMe 6-ethoxy-2-naphthyl
0] propy!l OCOOMe 5-methoxy-3-indolyl
(0] propyl OCOOMe 1,4-dimethoxy-2-naphthyl
0 propyl OCOOMe 5,6-dimethoxy-2-indolyl
0] propyl OCOOMe 5-methoxy-1-methyl-2-indolyl
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(0] propyl OCOOEt 1-naphthyl

O propyl OCOOEt 2-naphthyl

8] propyl OCOOEt 2-pyrrolyl

0] propyl OCOOEt 3-pyrrolyl

0] propyl OCOOEt 2-furyl

O propyl OCOOEt 3-furyl

o propyl OCOOEt 2-thienyl

O propy! OCOOEt _ 3-thienyl

(6] propyl OCOOEt 3-pyrazolyl

0] propyl OCOOEt 4-pyrazolyl

(o) propyl OCOOEt 2-imidazolyl

O propyl OCOOEt 4-imidazolyl

o propyl OCOOEt 2-oxazolyl

o propyl OCOOEt 4-oxazolyl

o propyl " OCOOEt 5-oxazolyl

o propyl OCOOEt 2-thiazolyl

o propyl OCOOEt 4-thiazolyl

o propy! OCOOEt 5-thiazolyl

o propyl OCOOEt 2-pyrimidinyl

o] propyl OCOOEt 4-pyrimidinyl

o) propyl OCOOEt 5-pyrimidinyl

0] propyl OCOOEt 2-indolyl

0] propyl . OCOOEt 3-indolyl

0 propyl OCOOEt 5-indolyl

o] propyl OCOOEt 6-indoly]

O propyl OCOOEt . 5-benzimidazolyl

0O propyl OCOOEt 2-benzofuryl

0] propyl OCOOEt 3-indazolyl

0 propyl OCOOEt 2-benzoxazolyl

o] propyl OCOOEt 4-fluoro-1-naphthy!
0 propyl OCOOEt 5-chloro-2-thienyl
0 propyl OCOOEt 4-methyl-1-naphthyl
(0] propyl OCOOEt 1-methyl-2-pyrrolyl
o) propyl OCOOEt 2-methyl-3-furyl

0] propyl OCOOEt 5-methyl-2-thienyl
9 propyl OCOOEt 4-methyl-5-imidazolyl
O propyl OCOOEt 1-methyl-3-indoly]
O propyl OCOOEt . 2-methoxy-1-naphthy!
(0] propyl OCOOEt 3-methoxy-2-naphthyl
O propyl OCOOEt 6-ethoxy-2-naphthyl
0 propyl OCOOEt 5-methoxy-3-indolyl
0] propyl OCOOEt 1,4-dimethoxy-2-naphthy!
(o} propyl OCOOEt 5,6-dimethoxy-2-indolyl
(o) propyl OCOOEt 5-methoxy-1-methyl-2-indolyl
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o) n-butyl OH 1-naphthyl

o n-butyl OH 2-naphthyl

0 n-butyl OH 2-pyrrolyl

(0] n-butyl OH 3-pyrrolyl

0] n-butyl OH 2-furyl

0] n-buty) OH 3-furyl

o n-butyl OH 2-thienyl

0] n-butyl OH 3-thienyl

O n-butyl OH 3-pyrazolyl

0 n-butyl OH 4-pyrazolyl

(0] n-butyl OH 2-imidazolyl

(@) n-butyl OH 4-imidazolyl

(6] n-butyl OH 2-oxazolyl

(0] n-butyl OH 4-oxazolyl

0] n-butyl OH 5-oxazolyl

0] n-butyl OH 2-thiazolyl

o n-butyl OH 4-thiazolyl

O n-butyl OH 5-thiazolyl

o n-butyl OH 2-pyrimidinyl

0] n-butyl OH 4-pyrimidinyl

(o) n-butyl OH 5-pyrimidinyl

6] n-butyl OH 2-indolyl

o n-butyl OH 3-indolyl

O n-buty! OH 5-indolyl

(0] n-butyl OH 6-indolyl

(0] n-butyl OH 5-benzimidazolyl

0] n-butyl OH 2-benzofuryl

0 n-butyl OH 3-indazolyl

O n-butyl OH 2-benzoxazolyl

@) n-butyl OH 4-fluoro-1-naphthyl
(0] n-butyl OH 5-chloro-2-thienyl
O n-butyl OH 4-methyl-1-naphthyl
O n-buty!l OH 1-methyl-2-pyrrolyl
o n-buty! OH 2-methyl-3-furyl

o n-butyl OH 5-methyl-2-thienyl
O n-butyl OH 4-methyl-5-imidazolyl
0 n-butyl OH 1-methyl-3-indolyl
(0] n-butyl OH 2-methoxy-1-naphthyl
(0] n-buty! OH 3-methoxy-2-naphthyl
O n-butyl OH 6-ethoxy-2-naphthyl
o n-butyl OH 5-methoxy-3-indolyl
o n-butyl OH 1,4-dimethoxy-2-naphthyl
o n-buty! OH 5,6-dimethoxy-2-indolyl
O n-butyl OH 5-methoxy-1-methyl-2-indolyl
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X R R? Y

0 n-butyl OCOOMe 1-naphthyl

0] n-butyl OCOOMe 2-naphthyl

0 n-butyl OCOOMe 2-pyrrolyl

o n-butyl OCOOMe 3-pyrrolyl

0 n-butyl OCOOMe 2-furyl

(0] n-butyl OCOOMe 3-furyl

0] n-butyl OCOOMe 2-thienyl

o n-butyl OCOOMe 3-thienyl

o n-butyl OCOOMe 3-pyrazolyl

O n-butyl OCOOMe 4-pyrazolyl

6] n-butyl 0OCOOMe 2-imidazolyl

8] n-butyl OCOOMe 4-imidazolyl

O n-butyl OCOOMe 2-oxazolyl

O n-butyl OCOOMe 4-oxazolyl

O n-butyl OCOOMe 5-oxazolyl

o n-butyl OCOOMe 2-thiazolyl

6] n-butyl OCOOMe 4-thiazolyl

o n-butyl OCOOMe 5-thiazoly!

0 n-butyl OCOOMe 2-pyrimidiny]

e} n-butyl OCOOMe 4-pyrimidinyl

(8] n-butyl OCOOMe 5-pyrimidinyl

0] n-butyl OCOOMe 2-indolyl

o n-butyl OCOOMe 3-indolyl

0O n-butyl OCOOMe 5-indolyl

O n-butyl OCOOMe 6-indolyl

O n-butyl OCOOMe 5-benzimidazolyl

O n-buty! OCOOMe 2-benzofuryl

O n-butyl OCOOMe 3-indazolyl

O n-butyl 0OCOOMe 2-benzoxazolyl

O n-butyl OCOOMe 4-fluoro-1-naphthyl
(0] n-butyl OCOOMe 5-chloro-2-thienyl
O n-buty! OCOOMe 4-methyl-1-naphthyl
6] n-butyl OCOOMe 1-methyl-2-pyrroly!
O n-butyl 0OCOOMe 2-methy!-3-furyl

O n-butyl OCOOMe S-methyl-2-thienyl
0] n-butyl OCOOMe 4-methyl-5-imidazolyl
O n-butyl OCOOMe 1-methyl-3-indolyl
(0] n-butyl OCOOMe 2-methoxy-1-naphthyl
O n-buty!l OCOOMe 3-methoxy-2-naphthyl
O n-butyl OCOOMe 6-ethoxy-2-naphthy]
O n-buty! OCOOMe 5-methoxy-3-indoly]
(o] n-buty! OCOOMe 1,4-dimethoxy-2-naphthyl
O n-butyl OCOOMe 5,6-dimethoxy-2-indolyl
O n-butyl OCOOMe 5-methoxy-i-methyl-2-indolyl
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0] n-butyl OCOOEt 1-naphthyl

O n-butyl OCOOEt 2-naphthyl

(6] n-butyl OCOOQEt 2-pyrrolyl

0 n-butyl OCOOEt 3-pyrrolyl

0O n-butyl OCOOE! 2-furyl

0 n-butyl OCOOEt 3-furyl

0 n-butyl OCOOEt 2-thienyl

0 n-butyl OCOOEt 3-thienyl

0] n-butyl OCOOEt 3-pyrazolyl

0} n-butyl OCOOEt 4-pyrazolyl

o) n-butyl OCOOEt 2-imidazolyl

0] n-butyl OCOOEt 4-imidazolyl

0] n-butyl OCOOEt 2-oxazolyl

O n-butyl OCOOQEt 4-oxazolyl

0 n-butyl OCOOE! 5-oxazolyl

(0] n-butyl OCOOEt 2-thiazolyl

(0] n-butyl OCOOEt 4-thiazolyl

0 n-butyl OCOOEt 5-thiazolyl

0 n-butyl OCOOEt 2-pyrimidinyl

o] n-butyl OCOOEt 4-pyrimidinyl

o n-butyl OCOOEt 5-pyrimidinyl

o) n-butyl OCOOEt 2-indolyl

(0] n-butyl OCOOEt 3-indolyl

o) n-butyl OCOOEt 5-indolyl

o) n-butyl OCOOEt 6-indolyl

0] n-butyl OCOOEt 5-benzimidazolyl

0 n-butyl OCOOEt 2-benzofuryl

(0] n-butyl OCOOEt 3-indazolyl

0 n-butyl - OCOOEt 2-benzoxazolyl

(0] n-butyl OCOOEt 4-fluoro-1-naphthyl
0 n-butyl OCOOEt 5-chloro-2-thienyl
(0] n-butyl OCOOEt 4-methyl-1-naphthyl
o] n-butyl OCOOEt 1-methyl-2-pyrrolyl
0} n-butyl OCOOEt 2-methyl-3-furyl

(0] n-butyl OCOOEt 5-methyl-2-thienyl
0 n-butyl OCOOEt 4-methyl-5-imidazolyl
o n-butyl OCOOEt 1-methyl-3-indolyl
0] n-butyl OCOOEt 2-methoxy-1-naphthyl
(0] n-butyl OCOOEt 3-methoxy-2-naphthyl
0] n-butyl OCOOEt 6-ethoxy-2-naphthyl
o n-butyl OCOOEt 5-methoxy-3-indolyl
O n-butyl OCOOEt 1,4-dimethoxy-2-naphthyl
0] n-butyl OCOOEt 5,6-dimethoxy-2-indolyl
(0] n-butyl OCOOEt 5-methoxy-1-methyl-2-indolyl
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X R R? Y

O n-pentyl OH 1-naphthyl

0} n-pentyl OH 2-naphthyl

(0] n-pentyl OH 2-pyrrolyl

o] n-pentyl OH 3-pyrrolyl

o n-pentyl OH 2-furyl

0] n-pentyl OH 3-furyl

o) n-pentyl OH 2-thienyl

o n-pentyl OH 3-thienyl

(0] n-pentyl OH 3-pyrazolyl

(o] n-pentyl OH 4-pyrazolyl

0o n-pentyl OH 2-imidazolyl

0] n-pentyl OH 4-imidazoly!

0O n-penty! OH 2-oxazolyl

O n-pentyl OH 4-oxazolyl

6] n-pentyl OH 5-oxazolyl

(0] n-pentyl OH 2-thiazolyl

(0] n-pentyl OH 4-thiazolyl

0] n-pentyl OH 5-thiazolyl

0] n-pentyl OH 2-pyrimidinyl

o n-pentyl OH 4-pyrimidinyl

O n-pentyl OH 5-pyrimidinyl

O n-pentyl OH 2-indolyl

(0] n-pentyl OH 3-indolyl

o n-pentyl OH 5-indolyl

0] n-pentyl OH 6-indolyl

O n-pentyl OH 5-benzimidazolyl

(0] n-pentyl OH 2-benzofuryl

O n-pentyl OH 3-indazolyl

O n-pentyl OH 2-benzoxazolyl

O n-pentyl OH 4-fluoro-1-naphthyl
(o] n-penty]l OH 5-chloro-2-thienyl
(0] n-pentyl OH 4-methyl-1-naphthyl
o n-pentyl OH 1-methyl-2-pyrrolyl
o] n-pentyl OH’ 2-methyl-3-furyl
0 n-pentyl OH 5-methyl-2-thienyl
o n-pentyl OH 4-methyl-5-imidazolyl
O n-pentyl OH 1-methy!-3-indolyl
o) n-pentyl OH 2-methoxy-1-naphthyl
(0] n-pentyl OH 3-methoxy-2-naphthyl
o n-pentyl OH 6-ethoxy-2-naphthyl
0] n-pentyl OH 5-methoxy-3-indolyl
(0] n-pentyl OH 1,4-dimethoxy-2-naphthyl
0] n-pentyl OH 5,6-dimethoxy-2-indolyi
o) n-pentyl OH S-methoxy-1-methyl-2-indolyl
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X R! R? Y

O n-pentyl OCOOMe 1-naphthy]

8 n-pentyl OCOOMe 2-naphthyl

0 n-pentyl OCOOMe 2-pyrrolyl

0 n-pentyl OCOOMe 3-pyrrolyl

0] n-pentyl OCOOMe 2-furyl

o n-pentyl OCOOMe 3-furyl

0] n-pentyl OCOOMe 2-thienyl

0] n-pentyl OCOOMe 3-thienyl

o] n-pentyl OCOOMe 3-pyrazolyl

o n-pentyl OCOOMe 4-pyrazolyl

0 n-pentyl OCOOMe 2-imidazolyl

0 n-pentyl OCOOMe 4-imidazolyl

o n-pentyl OCOOMe 2-oxazolyl

O n-pentyl OCOOMe 4-oxazolyl

o n-pentyl OCOOMe 5-oxazolyl

0O n-pentyl OCOOMe 2-thiazolyl

o n-pentyl OCOOMe 4-thiazolyl

(@) n-pentyl OCOOMe 5-thiazolyl

0 n-pentyl OCOOMe 2-pyrimidinyl

0] n-pentyl OCOOMe 4-pyrimidinyl

(o] n-pentyl OCOOMe 5-pyrimidiny}

o n-pentyl OCOOMe 2-indolyl

O n-pentyl OCOOMe 3-indolyl

(6] n-pentyl OCOOMe S-indolyl

o n-pentyl OCOOMe 6-indolyl

o n-pentyl OCOOMe S-benzimidazolyl

O n-pentyl OCOOMe 2-benzofuryl

o n-pentyl OCOOMe 3-indazolyl

(0] n-pentyl OCOOMe 2-benzoxazolyl

0 n-pentyl OCOOMe 4-fluoro-1-naphthyl
¢] n-pentyl OCOOMe S-chloro-2-thienyl
0O n-pentyl OCOOMe 4-methyl-1-naphthyl
0 n-pentyl OCOOMe 1-methyl-2-pyrrolyl
0] n-pentyl OCOOMe 2-methyl-3-furyl

0] n-pentyl OCOOMe 5-methyl-2-thienyl
0 n-pentyl OCOOMe 4-methyl-5-imidazolyl
0 n-pentyl OCOOMe 1-methyl-3-indolyl
(0] n-pentyl OCOOMe 2-methoxy-1-naphthyl
0] n-pentyl OCOOMe 3-methoxy-2-naphthyl
(0] n-pentyl 0OCOOMe 6-ethoxy-2-naphthyl
0 n-pentyl OCOOMe 5-methoxy-3-indolyl
o] n-pentyl OCOOMe 1,4-dimethoxy-2-naphthyl
(0] n-pentyl OCOOMe 5,6-dimethoxy-2-indolyl
O n-pentyl OCOOMe 5-methoxy-1-methyl-2-indolyl
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X R R? Y

0] n-pentyl OCOOEt 1-naphthyl

0] n-pentyl OCOOEt 2-naphthyl

0] n-pentyl OCOOEt 2-pyrrolyl

0 n-pentyl OCOOEt 3-pyrrolyl

O n-pentyl OCOOEt 2-furyl

o n-pentyl OCOOEt 3-furyl

(0] n-pentyl OCOOEt 2-thienyl

o n-pentyl OCOOEt 3-thienyl

8] n-pentyl OCOOEt 3-pyrazolyl

0] n-pentyl OCOOEt 4-pyrazolyl

o n-pentyl OCOOEt 2-imidazolyl

O n-pentyl OCOOEt 4-imidazolyl

(0] n-pentyl OCOOEt 2-oxazolyl

(0] n-pentyl OCOOEt 4-oxazolyl

O n-pentyl OCOOEt 5-oxazolyl

(0] n-pentyl OCOOEt 2-thiazolyl

(0] n-pentyl OCOOEt 4-thiazolyl

0 n-pentyl OCOOEt 5-thiazolyl

0o n-pentyl OCOOEt 2-pyrimidinyl

o n-pentyl OCOOEt 4-pyrimidinyl

O n-penty!l OCOOEt 5-pyrimidinyl

o n-pentyl OCOOEt 2-indolyl

0} n-pentyl OCOOEt 3-indolyl

o n-pentyl OCOOEt - 5-indolyl

o n-pentyl OCOOEt 6-indolyl

(0] n-pentyl OCOOEt . 5-benzimidazolyl
(0] n-pentyl OCOOEt 2-benzofuryl

O n-pentyl OCOOEt 3-indazolyl

O n-pentyl OCOOEt 2-benzoxazolyl

(8] n-pentyl OCOOEt 4-fluoro-1-naphthyl
0 n-pentyl OCOOEt 5-chloro-2-thienyl
o n-penty! OCOOEt 4-methyl-1-naphthyl
(6] n-pentyl OCOOEt 1-methyl-2-pyrrolyl
(0] n-pentyl OCOOEt 2-methyl-3-furyl

O n-pentyl OCOOEt 5-methyl-2-thienyl
o n-pentyl OCOOEt 4-methyl-5-imidazolyl
(0] n-pentyl OCOOEt 1-methyl-3-indolyl
(0] n-pentyl OCOOEt 2-methoxy-1-naphthyl
(0] n-pentyl OCOOEt 3-methoxy-2-naphthyl
(0] n-pentyl OCOOEt 6-ethoxy-2-naphthyl
(o] n-pentyl OCOOEt 5-methoxy-3-indolyl
(0] n-pentyl OCOOEt 1,4-dimethoxy-2-naphthyl
0 n-pentyl OCOOEt 5,6-dimethoxy-2-indolyl
0 n-pentyl OCOOEt 5-methoxy-1-methyl-2-indolyl
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S propyl OH 1-naphthyl

S propyl OH 2-naphthyl

S propyl OH 2-pyrrolyl

S propyl OH 3-pyrrolyl

S propyl OH 2-furyl

S propyl OH 3-furyl

S propyl OH 2-thienyl

S propyl OH 3-thienyl

S propyl OH 3-pyrazolyl

S propyl OH 4-pyrazolyl

S propyl OH 2-imidazolyl

S propyl OH 4-imidazolyl

S propyl OH 2-oxazolyl

S propyl OH 4-oxazolyl

S propyl OH 5-oxazolyl

S propyl OH 2-thiazolyl

S propyl OH 4-thiazolyl

S propyl OH 5-thiazolyl

S propyl OH 2-pyrimidinyl

S propyl OH 4-pyrimidinyl

S propyl OH 5-pyrimidinyl

S propyl OH 2-indolyl

S propyl OH 3-indolyl

S propyl OH 5-indolyl

S propyl OH 6-indolyl

S propyl OH 5-benzimidazolyl

S propyl OH 2-benzofuryl

S propyl OH 3-indazoly]

S propyl OH 2-benzoxazolyl

S propyl OH 4-fluoro-1-naphthyl
S propyl OH 5-chloro-2-thienyl
S propyl OH 4-methyl-1-naphthyl
S propyl OH 1-methyl-2-pyrrolyl
S propyl OH 2-methyl-3-furyl

S propyl OH 5-methyl-2-thieny!

S propyl OH 4-methyl-5-imidazolyl
S propyl OH 1-methyl-3-indolyl
S propyl OH 2-methoxy-1-naphthyl
S propyl OH 3-methoxy-2-naphthyl
S propyl OH 6-ethoxy-2-naphthyl
S propyl OH 5-methoxy-3-indolyl
S propy! OH 1,4-dimethoxy-2-paphthyl
S propyl OH 5,6-dimethoxy-2-indolyl
S propyl OH 5-methoxy-1-methyl-2-indolyl
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S propyl OCOOMe 1-naphthyl

S propyl 0OCOOMe 2-naphthyl

S propyl OCOOMe 2-pyrrolyl

S propy!l OCOOMe 3-pyrrolyl

S propyl 0OCOOMe 2-furyl

S propyl OCOOMe 3-furyl

S propyl OCOOMe 2-thienyl

S propyl 0OCOOMe 3-thienyl

S propyl OCOOMe 3-pyrazolyl

S propyl OCOOMe 4-pyrazolyl

S propyl OCOOMe 2-imidazolyl

S propyl OCOOMe 4-imidazolyl

S propy!l OCOOMe 2-oxazolyl

S propy! OCOOMe 4-oxazolyl

S propyl OCOOMe 5-oxazolyl

S propyl OCOOMe 2-thiazolyl

S propyl OCOOMe 4-thiazolyl

S propyl OCOOMe S-thiazolyl

S propyl OCOOMe 2-pyrimidinyl

S propyl OCOOMe 4-pyrimidinyl

S propyl 0OCOOMe S-pyrimidinyl

S propyl OCOOMe 2-indolyl

S propyl OCOOMe 3-indolyl

S propyl OCOOMe 5-indolyl

S propyl OCOOMe 6~-indolyl

S propyl OCOOMe 5-benzimidazolyl

S propyl OCOOMe 2-benzofuryl

S propyl OCOOMe 3-indazolyl

S propyl OCOOMe 2-benzoxazolyl

S propyl 0OCOOMe 4-fluoro-1-naphthyl
S propyl OCOOMe 5-chioro-2-thienyl

S propyl OCOOMe 4-methyl-1-naphthyl
S propyl OCOOMe 1-methyl-2-pyrrolyl
S propyl OCOOMe 2-methyl-3-furyl

S propyl 0COOMe S-methyl-2-thienyl
S propyl OCOOMe 4-methyl-5-imidazoly!}
S propyl 0COOMe 1-methyl-3-indolyl

S propy!l OCQOMe 2-methoxy-1-naphthyl
S propy! OCOOMe 3-methoxy-2-naphthyl
S propyl OCOOMe 6-ethoxy-2-naphthyl
S propyl OCOOMe 5-methoxy-3-indolyl
S propy! OCOOMe 1,4-dimethoxy-2-naphthyl
S propyl 0OCOOMe 5,6-dimethoxy-2-indolyl
S propyl OCOOMe 5-methoxy-1-methyl-2-indolyl
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S propyl OCOOQEt 1-naphthyl

S propyl OCOOEt 2-naphthyl

S propyl OCOOEt 2-pyrrolyl

S propyl OCOOEt 3-pyrrolyl

S propyl OCOOEt 2-furyl

S propyl OCOOEt 3-furyl

S propyl OCOOEt 2-thienyl

S propyl OCOOEt 3-thienyl

S propyl OCOOEt 3-pyrazolyl

S propyl OCOOEt 4-pyrazolyl

S propyl OCOOEt 2-imidazolyl

S propyl OCOOEt 4-imidazolyl

S propyl OCOQOEt 2-oxazolyl

S propyl OCOOEt 4-oxazolyl

S propyl OCOOEt 5-oxazolyl

S propyl OCOOEt 2-thiazolyl

S propyl OCOOQEt 4-thiazolyl

S propyl OCOOEt 5-thiazolyl

S propyl OCOOEt 2-pyrimidiny!

S propy! OCOQOEt 4-pyrimidiny!

S propy!l OCOOEt 5-pyrimidiny!l

S propyl OCOOEt 2-indolyl

S propyl OCOOEt 3-indolyl

S propyl OCOOEt 5-indolyl

S “propyl OCOOEt 6-indolyl

S propyl OCOOEt 5-benzimidazolyl

S propyl OCOOEt 2-benzofuryl

S propyl OCOOEt 3-indazolyl

S propyl OCOOEt 2-benzoxazolyl

S propyl OCOOEt 4-fluoro-1-naphthyl
S propyl OCOOEt 5-chloro-2-thienyt

S propyl OCOOEt 4-methyl-1-naphthyl
S propyl OCOOEt 1-methyl-2-pyrrolyl
S propyl OCOOEt 2-methyl-3-furyl

S propyl OCOOEt 5-methyl-2-thienyl

S propyl OCOOEt 4-methyl-5-imidazolyl
S propyl OCOOEt 1-methyl-3-indolyl

S propyl OCOOEt 2-methoxy-1-naphthyl
S propy! OCOOEt 3-methoxy-2-naphthyl
S propyl OCOOEt 6-ethoxy-2-naphthyl
S propyl OCOOEt 5-methoxy-3-indolyl
S propyl OCOOEt 1,4-dimethoxy-2-naphthyl
S propyl OCOOEt 5,6-dimethoxy-2-indolyl
S propyl OCOOEt 5-methoxy-1-methyl-2-indolyl

102

PCT/JP02/03727



WO 02/085905
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S n-butyl OH 1-naphthyl

S n-butyl OH 2-naphthyl

S n-butyl OH 2-pyrrolyl

S n-butyl OH 3-pyrrolyl

S n-butyl OH 2-furyl

S n-butyl OH 3-furyl

S n-butyl OH 2-thienyl

S n-butyl OH 3-thienyl

S n-butyl OH 3-pyrazolyl

S n-butyl OH 4-pyrazolyl

S n-butyl OH 2-imidazolyl

S n-butyl OH 4-imidazolyl

S n-butyl OH 2-oxazolyl

S n-butyl OH 4-oxazolyl

S n-butyl OH S-oxazolyl

S n-butyl OH 2-thiazolyl

S n-butyl OH 4-thiazolyl

S n-butyl OH 5-thiazolyl

S n-butyl OH 2-pyrimidinyl

S n-butyl OH 4-pyrimidinyl

S n-butyl OH 5-pyrimidinyl

S n-butyl OH 2-indolyl

S n-butyl OH 3-indolyl

S n-butyl OH 5-indolyl

S n-butyl OH 6-indolyl

S n-butyl OH 5-benzimidazolyl

S n-butyl OH 2-benzofuryl

S n-butyl OH 3-indazolyl

S n-butyl OH 2-benzoxazolyl

S n-butyl OH 4-fluoro-1-naphthyl
S n-butyl OH 5-chloro-2-thienyl

S n-butyl OH 4-methyl-1-naphthyl
S n-butyl OH 1-methyl-2-pyrrolyl
S n-butyl OH 2-methyl-3-furyl

S n-butyl OH 5-methyl-2-thienyl

S n-butyl OH 4-methyl-5-imidazolyl
S n-butyl OH 1-methyl-3-indolyl

S n-butyl OH 2-methoxy-1-naphthyl
S n-butyl OH 3-methoxy-2-naphthyl
S n-butyl OH 6-ethoxy-2-naphthyl
S n-butyl OH 5-methoxy-3-indolyl
S n-butyl OH 1,4-dimethoxy-2-naphthyl
S n-butyl OH 5,6-dimethoxy-2-indolyl
S n-butyl OH 5-methoxy-1-methyl-2-indolyl
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X R' R? Y

S n-butyl OCOOMe 1-naphthyl

S n-butyl OCOOMe 2-naphthyl

S n-butyl OCOOMe 2-pyrrolyl

S n-butyl 0OCOOMe 3-pyrrolyl

S n-butyl OCOOMe 2-furyl

S n-butyl OCOOMe 3-furyl

S n-butyl OCOOMe 2-thienyl

S n-butyl OCOOMe 3-thienyl

S n-butyl OCOOMe 3-pyrazolyl

S n-butyl OCOOMe 4-pyrazolyl

S n-butyl OCOOMe 2-imidazolyl

S n-butyl OCOOMe 4-imidazolyl

S n-butyl OCOOMe 2-oxazolyl

S n-butyl OCOOMe 4-oxazolyl

S n-butyl OCOOMe 5-oxazolyl

S n-butyl OCOOMe 2-thiazolyl

S n-butyl OCOOMe 4-thiazolyl

S n-butyl OCOOMe 5-thiazolyl

S n-butyl OCOOMe 2-pyrimidiny!

S n-butyl OCOOMe 4-pyrimidiny}

S n-butyl OCOOMe 5-pyrimidinyl

S n-butyl OCOOMe 2-indolyl

S n-butyl OCOOMe 3-indolyl

S n-butyl OCOOMe 5-indolyl

S n-butyl OCOOMe 6-indolyl

S n-butyl OCOOMe 5-benzimidazolyl

S n-butyl OCOOMe 2-benzofuryl

S n-butyl OCOOMe 3-indazolyl

S n-butyl " OCOOMe 2-benzoxazolyl

S n-butyl OCOOMe 4-fluoro-1-naphthyl
S n-butyl OCOOMe 5-chloro-2-thienyl
S n-butyl OCOOMe 4-methyl-1-naphthyl
S n-butyl OCOOMe 1-methyl-2-pyrrolyl
S n-butyl OCOOMe 2-methyl-3-furyl

S n-buty! OCOOMe 5-methyl-2-thienyl
S n-butyl OCOOMe 4-methyl-5-imidazolyl
S n-butyl OCOOMe 1-methyl-3-indolyl
S n-butyl OCOOMe 2-methoxy-1-naphthyl
S n-butyl OCOOMe 3-methoxy-2-naphthyl
S n-butyl OCOOMe 6-ethoxy-2-naphthyl
S n-butyl OCOOMe 5-methoxy-3-indolyl
S n-butyl OCOOMe 1,4-dimethoxy-2-naphthyl
S n-butyl OCOOMe 5,6-dimethoxy-2-indolyl
S n-butyl OCOOMe 5-methoxy-1-methyl-2-indolyl
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S n-butyl OCOOEt 1-naphthyl

S n-butyl OCOOEt 2-naphthyl

S n-butyl ~ OCOOEt 2-pyrrolyl

S n-butyl OCOOEt 3-pyrrolyl

S n-butyl OCOOEt 2-furyl

S n-butyl OCOOEt 3-furyl

S n-butyl OCOOEt 2-thienyl

S n-butyl OCOOEt 3-thienyl

S n-butyl OCOOEt 3-pyrazolyl

S n-butyl OCOOEt 4-pyrazolyl

S n-buty! OCOOEt 2-imidazolyl

S n-butyl OCOOEt 4-imidazolyl

S n-butyl OCOOEt 2-oxazoly!

S n-butyl OCOOEt 4-oxazolyl

S n-butyl OCOOEt 5-oxazolyl

S n-butyl OCOOEt 2-thiazolyl

S n-butyl OCOOEt 4-thiazolyl

S n-butyl OCOOEt 5-thiazolyl

S n-butyl OCOOEt 2-pyrimidinyl

S n-butyl OCOOEt 4-pyrimidinyl

S n-butyl OCOOEt S-pyrimidinyl

S n-butyl OCOOEt 2-indolyl

S n-butyl OCOOEt 3-indolyl

S n-butyl OCOOEt 5-indolyl

S n-butyl ~ OCOOEt 6-indolyl

S n-butyl OCOOEt 5-benzimidazolyl

S n-butyl OCOOEt 2-benzofuryl

S n-butyl OCOOEt 3-indazolyl

S n-butyl OCOOEt 2-benzoxazolyl

S n-butyl OCOOEt 4-fluoro-1-naphthyl
S n-butyl OCOOEt 5-chloro-2-thienyl

S n-butyl OCOOEt 4-methyl-1-naphthyl
S n-butyl OCOOQEt 1-methyl-2-pyrrolyl
S n-butyl OCOOEt 2-methyl-3-furyl

S n-butyl OCOOEt 5-methyl-2-thienyl

S n-butyl OCOOEt 4-methyl-5-imidazolyl
S n-butyl OCOOEt 1-methyl-3-indolyl
S n-butyl OCOOEt 2-methoxy-1-naphthyl
S n-butyl OCOOEt 3-methoxy-2-naphthyl
S n-butyl OCOOQEt 6-ethoxy-2-naphthyl
S n-butyl OCOOEt 5-methoxy-3-indolyl
S n-butyl OCOOEt 1,4-dimethoxy-2-naphthy!l
S n-butyl OCOOEt 5,6-dimethoxy-2-indolyl
S n-butyl OCOOQEt 5-methoxy-1-methyl-2-indolyl
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X R R? Y

S n-pentyl OH 1-naphthyl

S n-pentyl OH 2-naphthyl

S n-pentyl OH 2-pyrrolyl

S n-pentyl OH 3-pyrrolyl

S n-pentyl OH 2-furyl

S n-pentyl OH 3-furyl

S n-pentyl OH 2-thienyl

S n-pentyl OH 3-thienyl

S n-pentyl OH 3-pyrazolyl

S n-pentyl OH 4-pyrazolyl

S n-pentyl OH 2-imidazoly!}

S n-pentyl OH 4-imidazolyl

S n-pentyl OH 2-oxazolyl

S n-pentyl OH 4-oxazolyl

S n-pentyl OH 5-oxazolyl

S n-pentyl OH 2-thiazolyl

S n-pentyl OH 4-thiazolyl

S n-pentyl OH S-thiazolyl

S n-pentyl OH 2-pyrimidinyl

S n-pentyl OH 4-pyrimidinyl

S n-pentyl OH 5-pyrimidinyl

S n-pentyl OH 2-indolyl

S n-pentyl OH 3-indolyl

S n-pentyl OH 5-indolyl

S n-pentyl OH 6-indolyl

S n-pentyl OH 5-benzimidazolyl

S n-pentyl OH 2-benzofuryl

S n-pentyl OH 3-indazolyl

S n-pentyl OH 2-benzoxazolyl

S n-pentyl OH 4-fluoro-1-naphthyl
S n-pentyl OH 5-chloro-2-thienyl

S n-pentyl OH 4-methyl-1-naphthyl
S n-pentyl OH I-methyl-2-pyrrolyl
S n-pentyl OH 2-methyl-3-furyl

S n-pentyl OH 5-methyl-2-thienyl
S n-pentyl OH 4-methyl-5-imidazolyl
S n-pentyl CH 1-methy!-3-indolyl

S n-pentyl OH 2-methoxy-1-naphthyl
S n-pentyl OH 3-methoxy-2-naphthyl
S n-penty! OH 6-ethoxy-2-naphthyl
S n-pentyl OH 5-methoxy-3-indolyl
S n-pentyl OH 1,4-dimethoxy-2-naphthyl
S n-pentyl OH 5,6-dimethoxy-2-indolyl
S n-pentyl OH S-methoxy-1-methyl-2-indolyt

106

PCT/JP02/03727



WO 02/085905

X R R? Y

S n-pentyl OCOOMe 1-naphthyl

S n-pentyl OCOOMe 2-naphthy!

S n-pentyl 0OCOOMe 2-pyrrolyl

S n-pentyl OCOOMe 3-pyrrolyl

S n-pentyl OCOOMe 2-furyl

S n-pentyl OCOOMe 3-furyl

S n-pentyl OCOOMe 2-thienyl

S n-pentyl 0OCOOMe 3-thienyl

S n-pentyl OCOOMe 3-pyrazolyl

S n-pentyl OCOOMe 4-pyrazolyl

S n-pentyl OCOOMe 2-imidazoly!

S n-pentyl OCOOMe 4-imidazolyl

S n-pentyl OCOOMe 2-oxazolyl

S " n-pentyl OCOOMe 4-oxazolyl

S n-pentyl OCOOMe 5-oxazolyl

S n-pentyl OCOOMe 2-thiazolyl

S n-pentyl OCOOMe 4-thiazolyl

S n-pentyl OCOOMe 5-thiazoly!

S n-pentyl OCOOMe 2-pyrimidinyl

S n-pentyl OCOOMe 4-pyrimidinyl

S n-pentyl OCOOMe 5-pyrimidinyl

S n-pentyl OCOOMe 2-indolyl

S n-pentyl OCOOMe 3-indolyl

S n-pentyl OCOOMe 5-indolyl

S n-pentyl OCOOMe 6-indolyl

S n-pentyl OCOOMe 5-benzimidazolyl

S n-pentyl 0OCOOMe 2-benzofuryl

S n-pentyl OCOOMe 3-indazolyl

S n-pentyl OCOOMe 2-benzoxazolyl

S n-pentyl OCOOMe 4-fluoro-1-naphthyl
S n-pentyl OCOOMe 5-chloro-2-thienyl

S n-penty]l OCOOMe 4-methyl-1-naphthyl
S n-pentyl OCOOMe 1-methyl-2-pyrrolyl
S n-pentyl 0OCOOMe 2-methyl-3-furyl

S n-pentyl OCOOMe 5-methyl-2-thienyl

S n-pentyl OCOOMe 4-methyl-5-imidazolyl
S n-pentyl OCOOMe 1-methyl-3-indolyl

S n-pentyl OCOOMe 2-methoxy-1-naphthyl
S n-pentyl OCOOMe 3-methoxy-2-naphthy!
S n-pentyl OCOOMe 6-ethoxy-2-naphthyl
S n-penty! OCOOMe 5-methoxy-3-indolyl
S n-pentyl OCOOMe 1,4-dimethoxy-2-naphthyl
S n-pentyl OCOOMe 5,6-dimethoxy-2-indolyl
S n-pentyl OCOOMe 5-methoxy-1-methyl-2-indolyl
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X
S n-pentyl OCOOEt. 1-naphthyl
S n-pentyl OCOOEt " 2-naphthyl
S n-pentyl OCOOEt 2-pyrrolyl
S n-pentyl OCOOEt 3-pyrrolyl
S n-pentyl OCOOEt 2-furyl
S n-pentyl OCOOEt 3-furyl
S n-pentyl OCOOEt 2-thienyl
S n-pentyl OCOOEt 3-thieny!
S n-pentyl OCOOEt 3-pyrazolyl
8 n-pentyl OCOOEt 4-pyrazolyl
S n-pentyl OCOOEt 2-imidazolyl
S n-pentyl OCOOEt 4-imidazolyl
S n-pentyl OCOOEt 2-oxazolyl
S n-pentyl OCOOEt 4-oxazolyl
S n-pentyl OCOOEt 5-oxazolyl
S n-pentyl OCOOEt 2-thiazolyl
S n-pentyl OCOOEt 4-thiazolyl
S n-pentyl OCOOEt 5-thiazolyl
S n-pentyl - OCOOEt 2-pyrimidinyl
S n-pentyl OCOOEt 4-pyrimidinyl
S n-pentyl OCOOEt 5-pyrimidinyl
. 8 n-pentyl OCOOEt 2-indolyl
S n-pentyl OCOOEt 3-indolyl
S n-pentyl OCOOEt 5-indolyl
S n-pentyl OCOOEt 6-indolyl
S n-pentyl OCOOEt 5-benzimidazolyl
S n-pentyl OCOOEt 2-benzofuryl
S n-pentyl OCOOEt 3-indazolyl
S n-pentyl OCOOEt 2-benzoxazolyl
S n-pentyl OCOOEt 4-fluoro-1-naphthyl
S n-pentyl OCOOEt 5-chloro-2-thienyl
S n-pentyl OCOOEt 4-methyl-1-naphthyl
S n-pentyl OCOOEt 1-methyl-2-pyrrolyl
S n-pentyl OCOOEt 2-methyl-3-furyl
S n-pentyl OCOOEt 5-methyl-2-thienyl
S n-pentyl OCOOEt 4-methyl-5-imidazolyl
S n-pentyl OCOOEt 1-methyl-3-indolyl
S n-pentyl OCOOEt 2-methoxy- 1-naphthyl
S n-pentyl OCOOEt 3-methoxy-2-naphthy!
S n-pentyl OCOOEt 6-ethoxy-2-naphthyl
S n-pentyl OCOOEt 5-methoxy-3-indolyl
S n-pentyl OCOOEt 1,4-dimethoxy-2-naphthyl
S n-pentyl OCOOEt 5,6-dimethoxy-2-indolyl
S n-pentyl OCOOEt 5-methoxy-1-methyl-2-indolyl
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NH 2-methoxyethyl OH 1-naphthyl

NH 2-methoxyethyl OH 2-naphthyl

NH 2-methoxyethyl OH 2-pyrrolyl

NH 2-methoxyethyl OH 3-pyrrolyl

NH 2-methoxyethyl OH 2-furyl

NH | 2-methoxyethyl OH 3-furyl

NH 2-methoxyethyl OH 2-thienyl

NH 2-methoxyethyl OH 3-thieny!

NH 2-methoxyethyl OH 3-pyrazolyl

NH 2-methoxyethyl OH 4-pyrazolyl

NH 2-methoxyethyl OH 2-imidazolyl

NH 2-methoxyethyl OH 4-imidazolyl

NH 2-methoxyethyl OH 2-oxazolyl

NH 2-methoxyethyl OH 4-oxazolyl

NH 2-methoxyethyl OH 5-oxazolyl

NH 2-methoxyethyl OH 2-thiazolyl

NH 2-methoxyethyl OH 4-thiazolyl

NH 2-methoxyethyl OH 5-thiazolyl

NH 2-methoxyethyl OH 2-pyrimidiny}

NH 2-methoxyethyl OH 4-pyrimidinyl

NH 2-methoxyethy] OH S-pyrimidinyl
NH 2-methoxyethyl OH 2-indolyl

NH 2-methoxyethyl OH 3-indolyl

NH 2-methoxyethyl OH 5-indolyl
' NH 2-methoxyethyl OH 6-indolyl

NH 2-methoxyethyl OH 5-benzimidazolyl
NH 2-methoxyethyl OH 2-benzofuryl
NH 2-methoxyethyl OH 3-indazolyl

NH 2-methoxyethyl OH 2-benzoxazolyl
NH 2-methoxyethyl OH 4-fluoro-1-naphthyl
NH 2-methoxyethyl OH 5-chloro-2-thienyl
NH 2-methoxyethyl OH 4-methyl-1-naphthyl
NH 2-methoxyethyl OH 1-methyl-2-pyrrolyl
NH 2-methoxyethyl OH 2-methyl-3-fury}
NH 2-methoxyethyl OH 5-methyl-2-thienyl
NH 2-methoxyethyl OH 4-methyl-5-imidazoly!
NH 2-methoxyethyl OH I-methyl-3-indolyl
NH 2-methoxyethyl OH 2-methoxy-1-naphthyl
NH 2-methoxyethyl OH 3-methoxy-2-naphthyl
NH 2-methoxyethyl OH 6-cthoxy-2-naphthyl
NH 2-methoxyethyl OH 5-methoxy-3-indolyl
NH 2-methoxyethyl OH 1,4-dimethoxy-2-naphthyl
NH 2-methoxyethyl OH 5,6-dimethoxy-2-indolyl
NH 2-methoxyethyl OH 5-methoxy-1-methyl-2-indolyl
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NH 3-methoxypropyl OH 1-naphthyl
NH 3-methoxypropyl OH 2-naphthyl
NH 3-methoxypropyl OH 2-pyrrolyl
NH 3-methoxypropyl CH 3-pyrrolyl
NH 3-methoxypropyl OH 2-furyl
NH 3-methoxypropyl OH 3-furyl
NH 3-methoxypropyl OH 2-thienyl
NH 3-methoxypropyl OH 3-thienyl
NH 3-methoxypropyl OH 3-pyrazolyl
NH 3-methoxypropyl OH 4-pyrazolyl
NH 3-methoxypropyl OH 2-imidazolyl
NH 3-methoxypropyl OH 4-imidazolyl
NH 3-methoxypropyl OH 2-oxazolyl
NH 3-methoxypropyl OH 4-oxazolyl
NH 3-methoxypropyl OH 5-oxazolyl
NH 3-methoxypropy!l OH 2-thiazolyl
NH 3-methoxypropyl OH 4-thiazolyl
NH 3-methoxypropyl OH 5-thiazolyl
NH 3-methoxypropyl OH 2-pyrimidinyl
NH 3-methoxypropy! OH 4-pyrimidinyl
NH 3-methoxypropyl OH S-pyrimidinyl
NH 3-methoxypropyl OH 2-indolyl
NH 3-methoxypropy! OH 3-indolyl
NH 3-methoxypropyl OH 5-indolyl
NH 3-methoxypropyl OH 6-indoly!
NH 3-methoxypropyl OH 5-benzimidazolyl
NH 3-methoxypropy! OH 2-benzofuryl
NH 3-methoxypropyl OH 3-indazolyl
NH 3-methoxypropyl OH 2-benzoxazolyl
NH 3-methoxypropyl OH 4-fluoro-1-naphthyl
NH 3-methoxypropyl OH 5-chloro-2-thienyl
NH 3-methoxypropyl OH - 4-methy!l-1-naphthyl
NH 3-methoxypropyl OH 1-methyl-2-pyrrolyl
NH 3-methoxypropyl OH 2-methyl-3-furyl
NH 3-methoxypropy! OH 5-methyl-2-thienyl
NH 3-methoxypropyl OH 4-methyl-5-imidazolyl
NH 3-methoxypropyl OH 1-methyl-3-indolyl
NH 3-methoxypropyl OH 2-methoxy-1-naphthyl
NH 3-methoxypropyl OH 3-methoxy-2-naphthyl
NH 3-methoxypropyl OH 6-ethoxy-2-naphthyl
NH 3-methoxypropyl OH 5-methoxy-3-indolyl
NH 3-methoxypropyl OH 1,4-dimethoxy-2-naphthyl
NH 3-methoxypropyl oH 5,6-dimethoxy-2-indolyl
NH 3-methoxypropyl OH 5-methoxy-1-methyl-2-indolyl
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@) 2-methoxyethy!l OH 1-naphthyl

O 2-methoxyethy! OH 2-naphthyl

0 2-methoxyethyl OH 2-pyrrolyl

o) 2-methoxyethyl OH 3-pyrrolyl

(6] 2-methoxyethyl OH 2-furyl

8] 2-methoxyethyl OH "3-furyl

O 2-methoxyethyl OH 2-thienyl

(o) 2-methoxyethyl OH 3-thienyl

O 2-methoxyethyl OH 3-pyrazolyl

(6] 2-methoxyethyl OH 4-pyrazolyl

0] 2-methoxyethyl OH 2-imidazoly!

o 2-methoxyethy! OH 4-imidazolyl

O 2-methoxyethyl OH 2-oxazolyl

0 2-methoxyethyl OH 4-oxazolyl

(o) 2-methoxyethyl OH 5-oxazolyl

O 2-methoxyethyl OH 2-thiazoly]

0O 2-methoxyethyl OH 4-thiazolyl

0] 2-methoxyethyl OH 5-thiazolyl

(o) 2-methoxyethyl OH 2-pyrimidinyl

o) 2-methoxyethyl OH 4-pyrimidinyl

O 2-methoxyethyl OH 5-pyrimidinyl

O 2-methoxyethyl OH 2-indolyl

(0] 2-methoxyethyl OH 3-indolyl

(0] 2-methoxyethyl OH 5-indolyl

0O 2-methoxyethyl OH 6-indolyl

O 2-methoxyethyl OH 5-benzimidazolyl

o 2-methoxyethyl OH 2-benzofuryl

0] 2-methoxyethyl OH 3-indazolyl

O 2-methoxyethyl OH 2-benzoxazolyl

0] 2-methoxyethyl OH 4-fluoro-1-naphthyl
(0] 2-methoxyethyl OH 5-chloro-2-thienyl
O 2-methoxyethyl OH 4-methyl-1-naphthyl
0] 2-methoxyethyl OH 1-methyl-2-pyrroly!
O 2-methoxyethyl OH 2-methyl-3-furyl

0] 2-methoxyethyl OH 5-methyl-2-thienyl
O 2-methoxyethyl OH 4-methyl-S-imidazolyl
(0) 2-methoxyethyl OH 1-methyl-3-indolyl
o 2-methoxyethyl OH 2-methoxy-1-naphthyl
O 2-methoxyethyl OH 3-methoxy-2-naphthy!
o 2-methoxyethyl OH 6-ethoxy-2-naphthyl
o 2-methoxyethyl OH 5-methoxy-3-indolyl
6] 2-methoxyethyl "OH 1,4-dimethoxy-2-naphthyl!
0] 2-methoxyethyl OH 5,6-dimethoxy-2-indolyl
(@] 2-methoxyethyl OH 5-methoxy-1-methyl-2-indolyl
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0 3-methoxypropyl OH 1-naphthyl

O 3-methoxypropyl OH 2-naphthyl

0 3-methoxypropy! OH 2-pyrrolyl

0 3-methoxypropyl OH 3-pyrrolyl

0] 3-methoxypropyl OH 2-furyl

0 3-methoxypropyl OH 3-furyl

o) 3-methoxypropyl OH 2-thienyl

O 3-methoxypropyl OH 3-thienyl

(0] 3-methoxypropyl OH 3-pyrazolyl

0 3-methoxypropyl OH 4-pyrazolyl

0 3-methoxypropyl OH 2-imidazolyl

0 3-methoxypropy! OH 4-imidazolyl

(0] 3-methoxypropyl OH 2-oxazolyl

0 3-methoxypropyl OH 4-oxazoly!

o 3-methoxypropyl OH 5-oxazolyl

O 3-methoxypropyl OH 2-thiazolyl

0o 3-methoxypropyl OH 4-thiazolyl

0} 3-methoxypropyl OH 5-thiazolyl

0] 3-methoxypropyl OH 2-pyrimidinyl

0] 3-methoxypropyl OH 4-pyrimidinyl

o 3-methoxypropyl OH 5-pyrimidinyl

(0] 3-methoxypropyl OH 2-indolyl

0 3-methoxypropyl OH " 3-indolyl

o 3-methoxypropyl OH 5-indolyl

o} 3-methoxypropyl “OH 6-indolyl

(0] 3-methoxypropyl OH 5-benzimidazolyl

O 3-methoxypropyl OH 2-benzofuryl

0 | 3-methoxypropyl OH 3-indazolyl

O 3-methoxypropyl OH 2-benzoxazolyl

0] 3-methoxypropyl OH 4-fluoro-1-naphthyl
o) 3-methoxypropyl OH 5-chloro-2-thienyl
8] 3-methoxypropyl OH 4-methyl-1-naphthyl
0 3-methoxypropyl OH 1-methyl-2-pyrrolyl
(o) 3-methoxypropyl OH 2-methyl-3-furyl

O 3-methoxypropyl OH 5-methyl-2-thienyl
o 3-methoxypropyl OH 4-methyl-5-imidazolyl
o 3-methoxypropyl OH 1-methyl-3-indolyl
0] 3-methoxypropyl OH 2-methoxy-1-naphthyl
O 3-methoxypropyl OH 3-methoxy-2-naphthyl
o) 3-methoxypropyl OH 6-ethoxy-2-naphthyl
o) 3-methoxypropyl OH 5-methoxy-3-indoly!
o 3-methoxypropyl OH 1,4-dimethoxy-2-naphthyl
0 3-methoxypropyl OH 5,6-dimethoxy-2-indolyl
O 3-methoxypropyl OH 5-methoxy-1-methyl-2-indolyl
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S 2-methoxyethyl OH 1-naphthyl

S 2-methoxyethyl OH 2-naphthyl

S 2-methoxyethy!l OH 2-pyrrolyl

S 2-methoxyethyl OH 3-pyrrolyl

S 2-methoxyethyl OH 2-furyl

S 2-methoxyethyl OH 3-furyl

S 2-methoxyethyl OH 2-thienyl

S 2-methoxyethyl OH 3-thienyl

S 2-methoxyethyl OH 3-pyrazolyl

S 2-methoxyethy! OH 4-pyrazolyl

S 2-methoxyethyl OH 2-imidazolyl

S 2-methoxyethyl OH 4-imidazolyl

S 2-methoxyethyl OH 2-oxazolyl

S 2-methoxyethyl OH 4-oxazolyl

S 2-methoxyethyl OH 5-oxazolyl

S 2-methoxyethyl OH 2-thiazolyl

S 2-methoxyethyl OH 4-thiazolyl

S 2-methoxyethyl OH 5-thiazolyl

S 2-methoxyethyl OH 2-pyrimidinyl

S 2-methoxyethyl OH 4-pyrimidinyl

S 2-methoxyethyl OH 5-pyrimidinyl

S 2-methoxyethyl OH 2-indolyl

S 2-methoxyethyl OH 3-indolyl

S 2-methoxyethyl OH 5-indolyl

S 2-methoxyethyl OH 6-indolyl

S 2-methoxyethyl OH 5-benzimidazolyl

S 2-methoxyethyl OH 2-benzofuryl

S 2-methoxyethyl OH . 3-indazolyl

S 2-methoxyethyl OH 2-benzoxazolyl

S 2-methoxyethyl OH 4-fluoro-1-naphthyl

S 2-methoxyethyi OH 5-chloro-2-thienyl

S 2-methoxyethyl OH 4-methyl-1-naphthyl

S 2-methoxyethyl OH 1-methyl-2-pyrrolyl
) 2-methoxyethyl OH 2-methy!-3-furyl

S 2-methoxyethyl OH 5-methyl-2-thienyl

S 2-methoxyethyl OH 4-methyl-5-imidazolyl

S 2-methoxyethyl OH 1-methyl-3-indolyl

S 2-methoxyethyl OH 2-methoxy-1-naphthyl

S 2-methoxyethyl OH 3-methoxy-2-naphthyl

S 2-methoxyethyl OH 6-ethoxy-2-naphthy!

S 2-methoxyethyl OH 5-methoxy-3-indolyl

S 2-methoxyethyl OH 1,4-dimethoxy-2-naphthyl

S 2-methoxyethyl OH 5,6-dimethoxy-2-indolyl

S 2-methoxyethyl OH 5-methoxy-1-methy!-2-indolyl
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S 2-hydroxyethyl OH 1-naphthyl

S 2-hydroxyethyl OH 2-naphthyl

S 2-hydroxyethyl OH 2-pyrrolyl

S 2-hydroxyethyl OH 3-pyrrolyl

S 2-hydroxyethyl OH 2-furyl

S 2-hydroxyethyl OH 3-fury!

S 2-hydroxyethyl OH 2-thienyl

S 2-hydroxyethyl OH 3-thienyl

S 2-hydroxyethyl OH 3-pyrazolyl

S 2-hydroxyethyl OH 4-pyrazolyl

S 2-hydroxyethyl OH 2-imidazolyl

S 2-hydroxyethyl OH 4-imidazoly!l

S 2-hydroxyethyl OH 2-oxazolyl

S 2-hydroxyethyl OH 4-oxazolyl

S 2-hydroxyethyl OH 5-oxazolyl

S 2-hydroxyethyl OoH 2-thiazolyl

S 2-hydroxyethyl OH 4-thiazolyl

S 2-hydroxyethyl OH 5-thiazolyl

S 2-hydroxyethyl OH 2-pyrimidinyl

S 2-hydroxyethyl OH 4-pyrimidinyl

S 2-hydroxyethyl OH 5-pyrimidinyl

S 2-hydroxyethyl OH 2-indolyl

S 2-hydroxyethyl OH 3-indolyl

S 2-hydroxyethyl OH 5-indolyl

S 2-hydroxyethyl OH 6-indolyl

S 2-hydroxyethyl OH 5-benzimidazolyl

S 2-hydroxyethyl OH 2-benzofuryl

S 2-hydroxyethyl OH 3-indazolyl

S 2-hydroxyethyl OH 2-benzoxazolyl

S 2-hydroxyethyl OH 4-fluoro-1-naphthyl
S 2-hydroxyethyl OH 5-chloro-2-thienyl

S 2-hydroxyethyl OH 4-methyl-1-naphthyl
S 2-hydroxyethyl OH 1-methyl-2-pyrrolyl
S 2-hydroxyethyl OH 2-methy!-3-furyl

S 2-hydroxyethyl OH 5-methyl-2-thienyl

S 2-hydroxyethyl OH 4-methyl-5-imidazolyl
S 2-hydroxyethyl OH 1-methyl-3-indolyl

S 2-hydroxyethyl OH 2-methoxy-1-naphthyl
S 2-hydroxyethyl OH 3-methoxy-2-naphthyl
S 2-hydroxyethyl OH 6-ethoxy-2-naphthyl
S 2-hydroxyethyl OH S-methoxy-3-indolyl
S 2-hydroxyethyl OH 1,4-dimethoxy-2-naphthyl
S 2-hydroxyethyl OH 5,6-dimethoxy-2-indolyl
S 2-hydroxyethyl OH 5-methoxy-1-methyl-2-indolyl
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BMH SR D KEEEERAWTHAMT 22N TES, HERESANL. #2 1
HAARG. RECIEE . ERRKRLEHNRCBEOEEZBNWT. BEITLHT
DHEELTRBEITZIENTES, £, BEFORYICIE. BRI TH S
FEROWEEHMANTFE L THBREETRNZAERICT IR EOEEE H
NBZENTES, ZOLI3EEELT, AR AE. FYBU %2307
BIIMTE, WAOKBELTEIT O/ KSANATT—SOHBEER
THZENTAETHS. 2B, FROBEAOEEERYOBBIIBNTD, &

OFTHRLAEFRS. 6. BER. BB, HiEH. BRA. &5, iE
EHR, ATERSEMNSEBIRINZ IBEELINEL LOYMAFTRMYEFER NS
IEMTED, bord, FRADEXRDEEICH WS NS HABHRMYIT LT
DHDICWEENZZ &3, YEFTHHETERZBOTHNIZANEZZHD
EAVWTDHIWN,

AREOTY T UEEAORRIE. BEOM. £, KE. KBEOEE. &
RAECHLTHEEDDIDOTH DA, —RiIZ. 1HY2ZD00.001 ~100 ng/k
g OHET. HFELLIZ0. 01~10 ng/kgDHH T, BEIIEKEICH, T THRS T
B EMTED,

FHHEREABEOBEEOER THAHFE2001-11823 250HME
KB NEZ2TET 5,

BRI D i .73 B4

M1id. 5y MIEREBEEIVICBI 2 ARBEOLANOENTMRROE
RERTETH S,

B2i%. SURBEBEETYF 74 3F—ETINIBITHERBEOLEHDE
HEERBROERERTHTHS.

K31, ERFGHICEREONESDRFAROBRZ2RIRTH . ERHFALTD
fbeM. RURYAL VI —T O e DTHEREOLTESEREY — 2L
(HEE) &HEU.
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Bl41X. EEFBICEEROMEEMDR (EBENEHDER) RBROBEEZRIRT
H5., E—=7) (HEE) . YORA 5 —T7 02 a RUEBF2TOES D
EREHITOVTEY UNEOREER B L.

RAEEMT DD EOHE

BT, Effl2 55 TERAEBENICHIAT SR, ARAOWEIZNS
CEEIND DO TSN,
BEHI: 2-TRFLTFo

% ) —)L (480 ml)icF FU T A (136 g 0.59 mol) EhiA. S0CETHEL
TEBRS B, BNTI-Z/ 007722 (4.0 g 23.6 mmol) Iz, IEFREINNSL
BHR UL, ICETRALEE. KSEIZK (400 L) M A 30546, B<EeL
o HBLIET Y ) —)VEEREBE L%, BEICK @00 i) 20%. k&TF
WEEMEBTLTHMLE. WELZBE&ZERL. @5NeBEETS ) —))
(70 ml) i2fnx. 304 RIMBER L, BEETHHLER, HBL-EEEE
U5 & TEELEWES. 12 g8l R T6%) .

BEH2: 8-TOE2-T hF-9- (-2 O0O-3-LU SN AFINFF=>
BEGITELNE-T FFIT7F2 (2.60 g 12.5 nnol) ODMFEEIE (125 ml,
JIZ. REEHUDT A (.85 g 20.6 mmol) &2-Zono-5-ZuaAF U (3
.33 g 20.6 mmol) &INX. 80°C T2 SEFRIDNEEIRL 7=, RISHRE BUEIEME L7
%, K (100 ol) Mz IMEBETHAL, HBL-EEEBRLE. COBKEE
TEAFL > (100 nl) BB BB, KB TAFT > (150 ol) ZME. HFE L~
BREWBT DI LIED T MFY-9- (-7 T O-3-EU VURAFIN TF=>
BB (E: 3. 12 8. BEEEF MU DA (.05 g 37.2 mmol) &2-7 k3 2-9- (6
2 OB-3-FY N AFI) TF=> (3.1 g 9. 31 mnol) %507 o BeEe S8 (18
6 ml)ic. BIRTEFE(1.92 nL, 37.5 mmol) ZMMX. ARG EE. RINKE
BEBE Uik, REICA (00 o) X, KB FSNKEALT FY oL THAIL
o MMLARSZHMLIAE, MEREAY / VK THEZRELE, 40CTIS
BEREZEL T, AEREEEE L TERLAWED 38 gBk (L 62%).
BEHI:. 2-ThF-9-(6-700-3-FUZIAFI)--ALFLT7F=
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A& =) (110 ml) i3 b U A (614 mg 26.7 mmol) ZMASE XA,
DWHBEHITESNS-TOE-2-T FF3-9- -7 O0-3-F ) D) A F
MT7F= (2.2 8 534 mol) ZMA. 3. SEERIMBER L. RISHEZ BIE R
L. BREICK (100 ol) 20AKETF. SEBETHILZ, HHLZEEEBR
L KEELZZ (20 ml). COEGEEEIFIL G0 1l) TERSI TSI EICEDE
BRRRERE LU TERLEYE]L 26 g5/ (IR 65.0%). '
BEFA: 3T FET-9-(6-A RFI-3-PUIDNAFI) FFo>

A% J—) (18 mL) I3 b U A415 ng, 18.0 mmol) ZIMASEE S =8, 2-
ThFEI-9-(6-2 T O-3-L U N AFIL) FF=> (300 mg, 0. 90 mmol) %0 2
IRSREIMBGET L., KSR EREBBEL. BEICK (G0 ol) 2MA. KATF. @
BETHM UL, WHUZEGZBRLZE, BERESUVAXVISAI O
IS T4 —THBL BLAFLY AY 7 —)b 50:1). ERLEWE 148 ngd
Jo (I 508) .

BEGS: -TFNTI)TFo

F—h2Z1L—7 (200 1) K2-Z 00T F =2 (6.0 g 35.4 mmol) & TFNT I
> (30 nl) ZMA. 130CTIS0RRIRGE Bz, RiHkEBRERS L%, Bl
KKZEAUERENHS 8, FHBEGKEEMAFL . X5/ — )L TIEARY
LT, BEEMKESS L TEDLEWEL 08 g8/ (NE: 308,

SEfpl: 27 FET-0- (-2 0O-3-F U DL AFI) 8-t KOFL FF=>

WIEEE (70 0l) K BEHITH/S NS (1. 26 g 3. 47 mmol) #MX. =&
TSR S S Bz, RASHE BT L%, BEITK (130 ol) #MA K& T
L BN KEBIETF MU AKEBRTHRI Lz, LRSS RE - S8BT 5 &
KEDBEPRERELTEDLAYEL 20 ¢B7 (INE: 99%),

'§ NMR (DMSO-d,) 6 10.14 (1H, brs), 8.40 (IH d, J = 2.4 Hi), 7.76 (1H d
d, J =24 8.4Hz), 7.49 (I, d J = 8.4 Hz), 6.55 (2H, brs), 4.91 (H,

s), 4.14 (20, t, T =6.5Hz), L67-1.57 (20, mw, 1.44-1.30 (2, m, 0.9
0 GE, t J =73 Hy).

ERHI2: T FFET 8- ROFL—9-(6-A RFL-3-FUINAFI) FF=2

ST B HMREMEE R W CEMA L EFECLTERLEWERE.
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' NMR (DMSO-dy) 6 10.09 (IH, brs), 8.16 (H d, 1 = 2.4 Hz), 7.65 (I d
d, T=24 84Hy), 6.78 (I, d J =84 H), 6.49 (2H brs), 4 80 (K
s), 4.15 (2H, t, J = 6.6 Hz), 3.81 (3H, s), 1.66-1.58 (24, m), 1.42-1.3
4O W, 0.91 (3 t J=1.3Ha.

EHHI3: 2-T P -9-(6-T b+ -3-EU S AFI) 8-E KOEL T Fo
RET 2 HEWE £ B W TERS | &R L TER LA e Bk,
I NMR (DMSO-dy) 6 10. 06 (IH, brs), 8.14 (IH d, J = 2.4 Hz), 7.64 (i d
d ] =24 8¢6Hz, 675 (1H, d, J = 8.6 Hz), 6.48 (2H, brs), 4.80 (2H,
s), 4.26 (2H, o0 J =7.2 Hz), 4.15 (2H, t, J = 6.6 Hz), 1. 68-1.58 (2H,
W, 1.42-1.34 (H, m, 128 GH, t, J=7.2Hz), 0.91 G t I =73 Hz
). |

EWpld: 2-T hF-9-6-n-T bF-3-BU DI AF)N)-8-LtRaF 75—

~

i

RS 2 HFEWE % B W TERH & AR L TERLS e Bz,
'H NMR (DMSO-dg) & 10. 25 (1H, brs), 8.13 (1, d, T =1.9Hz), 7.63 (IH, d
d =19 84Hz), 6.75 (1H d, J = 84 Hz), 6.53 (24, brs), 4. 79 (2H,
s), 4.23-4.12 (4H, m), 1.68-1.60 (44, m), 1.42-1.34 (4H, m, 0.94-0. 88
(6, m).
ERFlh: 2-TFF-9-02-7o0o-3-BLUZIAFII)-8-t RoFIy5F=>

T B HEMEE RN TERAIEAEICL TERLE Y ESL.

If NMR (DMSO-dg) 6 10. 15 (1H, brs), 8.36-8.33 (14, m, 7.52-7.50 (IH, m,
7.41-7.36 (1H, m), 6.53 (2H brs), 4.94 (2H, s), 4.07 (24, t, J = 6.6 H
7), 1.62-1.52 (2H, m), 1.37-1.23 (2H, m), 0.87 (3H, t, J =7.3 Hz).
EHiFI6: 2-T hF-8-E ROFI-0-2-APFI-3-BU TSI AFINF T
ST B HEMEE B W TER & AR L TERLS Y E 8L,

' NMR (DMSO-dy) 6 10. 06 (1H brs), 8.08-8.06 (1H, m), 7.21-7.19 (I1H, m),
6.93-6.88 (IH, m, 6.47 (2H, brs), 4.80 (2H, s), 4.08 (M, t. ] = 6.5 H
z), 3.92 (3H, s), 1.60-1.53 (2H, m), 1.38-1.29 (2H, m), 0.87 (3H, t, J =
7.3 Ha).
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EWHIT: 2-T bF-9-(6-700-5-AbF-3-EUINAFIIN)-8-LROF
VYT

HETHHRBYEEZRAWTEREF I ERAKICL TRELEWZEHF.
' NMR (DMSO-d,) 6 10.06 (1H, brs), 8.12 (IH, d, J = 1.9 Hz), 7.85 (1H, d
, 1 =19 Hz), 6.49 (2H, brs), 4.83 (2H, s), 4.16 (2H, t, J = 6.6 Hz), 3
.91 (3H, s), 1.66-1.61 (2H, m), 1.42-1.34 (2H, m, 0.91 (BH, t, J =17.3
Hz).
EHHIS: I-TbF-8-EROFT-I-B-BLUINAFNTTF=>

-ryoor7 5= (520mg, 3mmol) DDMFEE#HK (30ml) . WEEH VT A (1.1
. g 8mmol) &3-ZowmAFIHINVYT - EEE (660mg, Smmol) ZEMMA. 80CT
SRR E R Lz, RINKZBERBL 2%, KEMAWHE L ZBEFHEZERT
' BZEIZED2-/00-9-3-BUINWAFIV) TTFZ&HBR (WE: 759n8) .
7% /=) (50mD) IZF bV TL (750mg, 30mmol) A, OCETHIEL T
SEESIEE. HWT2-700-9-3-EU DI AF)V) 757 = (430ng, 1. 5mmol
) EWA. 2REIMBARK L. BEZBEREL KR, REKZMA. K&
TREHEZHETLTPMLE., BEAFLVZMATHERL. AREZBEE
ML, BEAHEINZMX THAMBI V2%, 2% (660mg, 5. 5Smmol) ZiIX
EBRTBERKESEEZ. KEREBEBELLR. BEZUNISIVAET A
rav bS5 T7 4 —TEHEL EXFL XS /=) 10:1D) . §-TOE-2-
ThFI-9-@-BUIPNIAFIN) 7T 2310nglR7z, 5lEHE. SEHIKT
EHEsl S RBROBRERLVDERLAMER.
'H NMR (DMSO-dg) 6 10.22 (I1H, brs), 8.56 (IH, d, J = 1.9 Hz), 8.49-8.47 (
I, m, 7.71-7.67 (1H, m), 7.38-7.33 (1H, m, 6.54 (2H, brs), 4.90 (2H,
s), 4.14 QH, t, J =6.6 Hz), 165-1.57 (2H, m, 1.41-1.33 (2H, m, 0.90
H, t, J =173 Hz).
ERHY: 2-T hFIR-EROFI-3-U-BUINAFNTT= >

MISY BHAEMEEZRWTEREN I EFRICLTRDLEWERI.
'H NMR (DMSO-dg) 6 10.20 (1H, brs), 8.70-8.68 (2H, m), 7.29-7.27 (2H, m),
6.48 (2H, brs), 4.92 (2H, s), 4.16 (2H t, T = 6.6 Hz), 1. 63-1.55 (2H,
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m, 1.40-1.32 (2H, m), 0.89 (3H t, T = 7.3 Hz).

ERHI10: 2-TbF-9-(ESP -0 ANAFI)-8-ALFTT7F= >
MIETDHEYMEEZAWTERAIEERKICL TERLEWESRL,

'H NMR (DMSO-dg) 6 10. 02 (I1H, brs), 8.66 (1H, s), 8.56-8.53 (2H m), 6. 48
(2H, brs), 5.05 (2H, s), 4.06 QH t T = 6.6 Hz), 1.59-1.51 (2H, m), 1

.37-1.29 (2H, m), 0.87 (BH t, J =17.3 Hz).

EWHILL: 2-T bF-9-6,6->/0n-3-PLUPNAFIN)--L ROF I 7 F

=
ZEFRLERARICLTHRS N -7 FEFRI-&-TOE-I-(5,6-ran-3-¥

DIWAFI)-8-E FaF 7 5= (150 ng, 0.34 mmol) DF% /—)b (4 L)
BB RER (4 o) 20X, T0CTIRMRE S ¥z, RISKEZREREL -
®’. KW, FREICK (B0 nb) ZA. INKEE LT MY U AKBKRTHRL =,
FHLUZERZEBRLU 28, BERESVITFNVASTLIOI NI ST 40 —TH
BUBAFLXAEF =)V 25:1). HEHERERE L TERLEWE4LS ng
7z (N 35%) .
'H NMR (DMSO-dg) 6 10. 16 (1H, brs),- 8.36 (IH, d, J = 1.9 Hz), 8. 06 (IH d
. 1= 19Hz), 6.52 (2H, brs), 4.93 H, s), 4.13 (2H t, J = 6.6 Hz), |
.64-1.58 QH m, 1.40-1.32 (2H m, 0.90 GH, t, ] =7.3 Hz).
EWEG12: 2-T bF-9-2,6->2700-3-BU I NV AFI) 8-t RKOF T 75
< .
MIET DHAEMEZ AW TERAEREOGE TR LEM 2R/,
'H NMR (DMSO-dg) 6 10. 12 (I1H, brs), 7.66 (1H, d, J = 8.4 Hz), 7.52 (1H, d
, 1 =84Hz), 6.52 (2H, brs), 492 2H s), 4.08 (2 t, J = 6.6 Hz), 1
.60-1.52 (2H, m, 1.37-1.29 (2H, m), 0.88 (3H t, J = 7.4 Hz).
ERHI3: 2-T bF-9-(6-ERYD/-3-BU I AFN)-8-L ROF T F
=

ERY D> (3 nl) I EHEHI I TE SN BES Y (100 ng, 0.29 mmol) ZMMA. 90
CTHRHRB T Bz, RKISREZHREREL 2B, REITELAFL > (50 L)

EMABGKZERLI A, HBBEFAZERL. kKT ZEiL0aGaHKEL

i
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ELUTERILEM%E56 ngBrz (XK 49%) .
'H NMR (DMSO-d;) 69.79 (1H brs), 8.09 (1H d, J = 2.4 Hz), 7.47 (I1H, dd
, 1 =24 8.6Hz), 6.75 (1 d, J =8.6 Hz), 6.44 (20, brs), 4.70 (2H,
s), 4.17 (2H t, J =6.5 Hz), 3.48-3.44 (4 m, 1.67-1.35 (108 m, 0.9
2 (3H, t, T =7.3H.
EHF4: 2-T FF2-9-(6-(1-EOU D)) -3-LU DI AFI)-8-L RO F
YIF=
EZHPIITESNBLLEPEELOY U EANT, EHEH13EREDOH & TE
ZemEB,
'H NMR (DMSO-dy) 6 10. 03 (1H, brs), 8.07 (1H, d, J = 2.4 Hz), 7.46 (1H d
d J =24 86H), 645 (2H brs), 6.37 (1H d J =86 Hz), 4.69 (2H,
s), 4.16 (2H, t, J = 6.6 Hz), 3.33-3.29 (4H m, 1.93-1.88 (4H, m, 1.6
7-1.59 (2H, m, 1.43-1.35 (2, m, 0.92 (3H t, J = 7.3 Hz).
EHEHI5: 2-T b FI-9-6-FENKY ) -3-PUDPNAFI)-3-LRaFI 75
=
EHRHITESNBEEWETINFRI CERWVT. EHH13E FE DLk TE
Tz Bk. '
'H NMR (DMSO-dg) 6 10. 01 (1H, brs), 8.14 (1H d, J = 2.4 Hz), 7.53 (1K, d
d J=2.4 86H), 6.78 (IH d J =28.6Hz), 6.45 (2H brs), 4.73 (2K
s), 416 (2H, t, J =6.6 Hz), 3.66 (4H t, J = 4.9 Hz), 3.38 (4H t, J
= 4.9 Hz), 1.67-1.61 (2H m, 1.43-1.35 (H m, 0.92 BH t, J =73 Hz
).
EWEFL6: 2-T bF-9--FAFNT I /-3-BUINAF))-8-L ROF
TTFI=>
EHHFITELSNZEEWELFPAFIV I 2KBERERBNWT., ERFI13ERH
BROAETERILEMER .
'H NMR (DMSO-dg) 6 10. 12 (1H, brs), 8.09 (IH, d, J = 2.4 Hz), 7.48 (I}, d
d J =24 89H), 657 (1H d J =89 Hz), 6.49 (2H brs), 4.70 (2H,
s), 4.16 (20, t, J =6.6 Hz), 2.97 (68, s), 1.70-1.46 (2H m, 1. 43-1.3

126



WO 02/085905 PCT/JP02/03727

3 CH m, 0.92 BH, t, J =7.3 Ha).
EREINT: 2-TFINTI /-9-(6-700-3-¥ U DI AFIN)-8-t RKaF 75

=
BEFSTHLNBLEWERNT, b1 & FAEOHETERILAYNE S

7o
'H NMR (DMSO-d;) 6 10.10 (1H, brs), 856 (1H, d, T = 1.9 Hz), 8.49-8.47 (
18 m, 7.71-7.67 (11, m, 7.38-7.33 (16, m, 6.50 (2, brs), 4 90 (H,
s), 4.14 (2H, t, T = 6.6 Hz), 1.67-1.57 (2H, m), 1.41-1.30 (28, m), 0. 90
(31, t, J=T73Ho).
EWHBIS: 2-TFNTIJ-9-(-/00-3-BUY DIWAFIL) 8-t ROFL 75
- '

BEHETESNBLEWER VT, Eah1]&EAEOFETERLANES
7Zo
'H NMR (DMSO-dg) 6 9. 76 (1H, brs), 8.35-8.32 (IH, m, 7.47-7.36 (2H, m),
6.23 (IH, brt, J = 5.7 Hz), 6.07 (2H, s), 4.88 (2H s), 3.13-3.05 (2H m
), 1.43-1.27 (2H, m), 1.24-1.16 (2H, m, 0.82 (3H, t, J = 7.3 Hz).
EWFI: 2-TFINFTI7-8-EROFT-9-6-APFI-J-PUZILAFIV T

>

~
BEPHTELNBLEWEMNT, EHHlllEAEOFETERILEWE B
7o
I§ NMR (DMSO-dg) 6 10.07 (IH, brs), 8.17 (1, d. J = 2.4 Hz), 7.67 (I, d
d J=124 84H), 682-6.76 (20, mw, 6.60 (2H brs), 4.78 (24 s), 3.
81 BH ), 3.25-3.17 (2H, m, 1.54-1.43 (H m, 1.38-125 (2H m), 0.8
9 (31, t, J =7.3 Ha).
SHHI: =T FNT S )-8-k ROF=9-Q-EU SN AFIN T FZ >
BEFSTELNDLEWERVT, EEAIIEREOFETERLAWEE
7o
'H NMR (DMSO-dy) 6 10.88 (IH s), 8. 56-8.54 (1H m, 8. 05-7.89 (3H, m, 7
46-7.41 (H, m, 5.05 (3, s), 3.19-3.14 (2H m, 1.44-1.21 (4H m, o.

i
[
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81 (BH, t, J =17.3 Hz).

EHIL: =T FITI ) 8L ROFL-9-(3-EY DN AFIN 7T
 BEASTASNBLAMERNT, EHAEREDHECERILE NS
7z
if NMR (DMSO-dy) 69.78 (IH, brs), 8.55 (IH, d, J = 2.4 Hz), 8.47 (14, dd
, 1 =19 49Hz), 7.68 (14, d, J =78 Hz), 7.34 (14, dd, J =49, 7.8
Hz), 6.21 (1H, brt, J = 5.5 Hz), 6.05 (2H, brs), 4.84 (2H, s), 3.20-3.1
2 (2H m), 1.47-1.39 (2H, m), 1.32-1.24 (2H, m), 0.87 (3H, t, J = 7.3 Hz
).

HH: 2T FNTI )8 L FOFL-0-(U-PU SN ATV FTFZ>

BEPSTEONBLEMEBNT, EHb1ERBEOSECEELANER
7.

'H NMR (DMSO-dy) & 11.05 (1H, brs), 8. 76 (2H, d, J = 8.7 Hz), 8.09-7.88 (
SH, m, 7.73 QH d, J =87 Hz), 509 (2H s), 3.22-3.17 (28 m, 1. 47

1.32 (24, m, 1.29-1.18 (2H, m, 0.82 (3H, t, T = 7.4 Hz).

W23 2-TFNTI)-9-(2,6- 2 00-3-BY PIVAF))-3-EFaoF
TFTF=

BEFSTRLNDLEWE BT, EHbEAEOFETERLAYEE
7o _

'H NMR (DMSO-dg) 0 9.82 (1H, brs), 7.61-7.51 (2H, m), 6.23 (1H, brt, J =
5.4 Hz), 6.08 (2H, s), 4.87 (2H, s), 3.12-3.05 (2H, m), 1.40-1.19 (4H, m
), 0.82 (3H, t, J =17 3 Hz).

ERPI2: 2-TFINT I )-9- (6-FAFNT I ) -3-E U D) AF ) -8-k RO

FIT7T

ERBITTESNIILEMEANSZ AFINT I VKBRERNWT, EHH13&
RO HETELIL AW EBE, |
'H NMR (DMSO-dg) 0 9. 61 (1H, brs), 8.10 (1H, d. J = 2.2 Hz), 7.49 (iH, dd
. 1=22 86H., 6.56 (I, d J =864Hz), 6.18 (1, brt, J = 5.7 Hz)
. 5.97 (2H, brs), 4.65 (2H, s), 3. 22-3. 15 (2H, m, 2.97 (6H, s), 1.53-1.
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42 (2H, m), 1.38-1.24 (28, m), 0.89 (3H, t, J = 7.3 Hz).

ERBI: 2-ThFT-8-k FOFT-9--AFIN-3-BUIIAFVN) TTF=>
RETHHBMEEZRAWTERHIIERARICL TERLaWESEE,

'H NMR (DMSO-dg) 69.95 (1H, s), 8.42 (iH, d, J = 2.2 Hz), 7.58 (1H dd,

J=22 81Hs), 7.20 (1H, d, J = 8.1 Hz), 6.46 (2H, brs), 4.84 (2H s)

, 414 QH t, J =6.6Hz), 2.41 (3K s), 1.62 (2H mw, 1.37 (24 m, 0.

90 (3H, t, J =T.3 Ha).

EHEFI26: 2-T bFT-8-E ROFI-9-Q-AFN-3-BLU PN AFI) TF=>
RETOHEDEERNTEBHIERRICL TERLEYWEETE.

'H NMR (DMSO-dg) & 10.01 (1H, brs), 8.33 (1, d, J = 3.1 Hz), 7.39 (IH d

, 1 =6.4Hz), 7.15 (14, dd, J = 3.1, 6.4 Hz), 6.49 (2H, brs), 4.88 (2H,
s), 410 (2K t, J =6.6 Hz), 2.59 (3H, s), 1.59 QH, m), 1.34 2H m),
0.88 (34, t, J =17.3 Hz).

ERBILT: 2-TFINT I /-8-L ROFI-9-(6-AFI-3-BEUIAFINTFT

\/

——

D

¥

SEPISTELNBLENE R T, Eb11EFAEOHECERILENES
/e

'H NMR (DMSO-dg) 6 9. 78 (1H, s), 8.42 (IH, d, J = 2.2 Hz), 7.57 (1H, dd,
I =22 80Hz), 7.19 (1H, d, J =8.0 Hz), 6.22 (IH, t, J =171 Hz), 6.
09 (2H, brs), 4.78 (2H, s), 3.16 (2H m), 2.41 (3H, s), 1.44 (2H, m), 1.
28 (2H, m), 0.87 (3H, t, J = 9.6 Hz). ,

EHEHIIS: 2-TFIVT I /8- ROE-9-0-AFI-3-E U SN AFI) 7T
= .
BEFISTHRLNBLAMERNT, Ll EFREOHETER LA EE
7=

'H NMR (DMSO-dy) 69.70 (1H, s), 8.32 (I, d, J = 3.1 Hz), 7.37 (1H, d, J
=T7.7Hz), 714 (14, dd, J =3.1, 7.7 Hz), 6.20 (IH, t, J = 6.4 Hz), 6.
0 (H, brs), 4.82 (24, s), 3.12 QH m, 2.60 GH ), 1.39 QL m, 1.2
5 (2H, m), 0.84 (3H, t, J = 7.1 Hz).
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EEF29: 2-TFNTI/-9-2-200-6-AFN-3-BYU DIV AF))-8- RO

FTTF

BEFSTHESNZEEMEANT, REFIIERROFETREMEDEF
7z
'H NMR (DMSO-d) 69.74 (1H, brs), 7.33 (IH, d, J = 5.8 Hz), 7.22 (1 d,
J =58Hz), 6.24 (1, m, 6.06 (2H, brs), 4.83 (2H, s), 3.09 (24 m,
2.42 (3H, s), 137 (2H, m, 1.25 QH m), 0.82 (3H, t, J = 5.5 Hz).
ERFI0: 2-TFNT I /-8-L RaFT-9-(6-E ROF-3-BLU I AF)))
TTFoZ>

ZEFSTHONDLEWERAWT, ElFlIEFAKOFHIETERLEMESE
7z
'H NMR (DMSO-dy) 6 11. 50 (1H, brs), 9.61 (I1H, brs), 7.45 (1H, dd, J = 2.6
, 9.5 Hz), 7.28 (11, d, J = 2.6 Hz), 6.28 (1 d, J =9.5 Hz), 6.22 (IH,
t, J=6.2Hz), 6.00 (2H, brs), 4.53 (2H, s), 3.17 (2H, q T =6.2 Hz),
1.45 (20, m, 1.30 (2H, m), 0.88 (3H, t, J =17.3 Hz).
EHHIL: -E FOFT-2-Q2-APFINIThFI--B-EUZIAFN) FF=

-

pd

ST B HRWE E R N TERN | & REOHE TER LAY 2B,
'{ NMR (DMSO-dy) 6 10.02 (I, brs), 8.57 (1K, s), 8.48 (IH d T = 4 8 Iz
), 7.70 (I, d, J=6.1Hy), 7.36 (6, dd, J = 4.8, 6.1 Hz), 650 (20 b
rs), 4.90 (2, ), 427 (O t J =4.6Hz), 3.59 QO t, J =46 Hz), 3
.27 (H, s).
EHHI30: 8-E ROF-2-R FF -0 B-P U DINAFI) T F=>

S| & I OH L CER LM E B,
'{ NMR (DMSO-dy) 6 10.04 (I, brs), 8.57 (I, s), 8.48 (IH d I = 4.8 H
), 771 (B, d, J =6.1Hp), 7.35 (I, dd, J = 4.8, 6.1 Hz), 6.53 (2H b
rs), 4.90 (2H, s), 3.76 (3H, s).
SEHHI33: 3-TFNT S /-8 T FE S HNRINAF 9 (6-R FFL-3-P Y
PIWAFIN T F=> |
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ERHI1ITHESNSEY (200 mg, 0.58 mmol) DI/ILAF L K (15 nl) iZ

MIZFNT (100 L, 0.75 mmol). 7 oo EFEETFIL (67 nl, 0.70 n
mol) PAFNTI/EVUTZ (20 ng 0.17 mmol) ZJEXRMA . ZHiR TIHREREIR
BER, RIBRIOKEMAFTEBEZME LU, 5% 7 T CBKBKR. 1058EK
THH LU CTEAREF MU DATERLEZE, BEZBEBELE. BEIIAT
HEMA, BB TERL. BAaRREGEE U TERILEW 170 ng
=/l (R T1%)
'H NMR (CDCl,) 68.33 (1H, d, J = 1.9 Hz), 7.75 (IH, dd, J = 1.9, 8.4 Hz)
, 6.15 (2H, brs), 6.67 (IH, d, J = 8.4 Hz), 487 (2H, s), 4 71 (I1H, brt,
J =54Hz), 446 2H q J =7.1Hz), 3.90 (3H, s), 3.41-3.34 (2H, m),
1.60-1.35 (7TH, m), 0.96 (3H, t, J = 7.3 Hz).
EHH34: 2-TFINVT I /-9-(6-2700-3-BU I AF))-8-T bF IR
WA FTTZ

EHALTTHEONDLEME I ODEBIFINERANWT, EHEABEFEKEDH
ETEREEMER, '
'H NMR (CDC1,) 68.55 (IH, d, J = 2.4 Hz), 7.81 (1H, dd, J = 2.4, 8.4 Hz)
, 1.27 (IH, d, T = 8.4 Hz), 6.06 (2H, brs), 4.93 (2H s), 4.83 (1H brt,
J =55Hz), 447 (24 q J =7.1Hz), 3.40-3.32 (2H, m), 1.59-1.36 (7H
., m, 0.95 (3H, t, J = 17.3 Ha). .
EWHIES: 2-TFNTI/)AVTORFIANRIINAF-9-(6-A FF -
BV AFWNT T =2

EKEHIITHEOSNBEEHE I 0uERY O EZRHWT, EHFII3EF
WROFETERILEMEF.
'H NMR (CDCI;) 68.32 (1H, d, T = 2.2 Hz), 7.74 (IH, dd, T = 2.2, 8.9 Hz)
, 6.68 (IH d, J =89 Hz), 6.08 (2H, brs), 5.23-5.13 (14, m), 4.89 (IH,
brt, J = 5.8 Hz), 4.87 (2H, s), 3.91 (3H, s), 3.42-3.35 (24, m), 1. 60-1
.52 (20, m), 1.48-1.37 (8H, m, 0.96 (3H, t, J = 7.3 Hz).
ERHIB6: 2-TFNT I /-9-(6-2700-3-BLUTZIWAFIN) -84V 7TaRF>
ANKRZNAFTTT=
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ERFIT RN LAY E/ DO ERAY TOCLERWT, EHF3EMR
ROBETERILEWMERE. '
'H NMR (CDCI)) 68.55 (1M, d, J = 1.9 Hz), 7.80 (I, dd, J = 1.9, 8.4 Hz)
, 7.27 (IH d, J=8.4Hz), 6.14 (24 brs), 5.24-5.14 (14, m, 4. 96-4.92
(3H, m, 3.40-3.33 (20, m, 1.62-1.51 (26, m, 1.45-1.34 (8H m, 0.95
(SH, t, T =7.3 Hz). § |
EHHST: 2T RFI 8T hFIANBINTFLI-(-ALFT-3-BUTN
AFMTFZ ‘
EEFILITEHELNDLEMEI/OOERIFIVERNWT., EEFINBERKEDS
ETERbEmERk.
'H NMR (CDCl,) 68.33 (IH, d, J = 2.4 Hz), 7.75 (IH, dd, J = 2.4, 8.1 Hz)
, 6.68 (IH, d, J=81Hz), 6. 15 (2H brs), 493 (2H, s), 4.48 (20, ¢ J
= T7.1Hz), 430 (24 t, J =6.6Hz), 3.90 (3H s), 1.83-1.72 (24, m, 1
.53-1.43 H, m, 0.98 (3H, t, T =17.3 Ha).
EHHII8: 2-T FFEL-9- (-7 O O-3-BU DIV AF)V) -8~ bE T HIILEIIL
FFT 7T '

ERFITRONBLENE7 OOTHIFNEAN T, EHAFIBBLEAKOS
ECTERbEMERZ.
'H NMR (CDCl,) 68.56 (IH d, J = 2.4 Hz), 7.81 (1H dd, J = 2.4, 8.4 Hz)
, 729 (IH, d, J=8.4Hy), 7.28 (2, brs), 4.99 (24, s), 4.49 (H q I
= 7.0Hz), 4.28 (H t J =6.6Hz), 1.81-1.71 (20, m, 1.52-1.43 (5H,
m, 0.97 (3K, t, J =7 3 Hz).
EHHI39: 2-T hFI-9- (-7 0O-3-EU SN AFIM 8- LF T HIE)
FFRITT

ERPSTEONBAWEI/ D OTHIF NV ERNT. EHEMABERAKEDS
ETERbEYERE.
'H NMR (DMSO-dy) 68.37-8.35 (1H, m, 7.73-7.69 (1H, m), 7.41-7.37 (i m
), 7.09 (2H brs), 4.95 (2H, s), 4.39 (QH ¢ J =72 H1), 4.12 (24 t
J=6.6Hz), 1.61-1.53 (0 m, 1.37-1.29 (H m, 0.87 (H t T =173
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Hz).
EEF40: 2-T b F-8-AbFTANBTINTFI-9-B-BUDPIAFIVNTF
= 4
EHFSTHRONILEMEIDOEBRAFINERNT., ERFII3ERAKDE
ETREtbEWEE.
'H NMR (CDCL,) 68.77 (1H, d, ] = 2. 2Hz), 8.56-8.53 (IH, m), 7.85-7.81 (1
H m, 7.25 (2H, brs), 7.24-7.22 (1H, m), 502 (2H, s), 4.30 (20, t, J =
6.6 Hz), 4.05 (3H, s), 1.82-1.72 (H m, 1.53-1.42 (2H, m, 0.97 (3H,
t, 1 =173 Hz).
EiEFI4l: 2-T b E-- - RFNFAFI)ANVRINZFI-9-B-BEU )L
AFWNTT=
EHFASTHESNILEYME/ OO EBI-ROFIERAWT, EHEHI3EFE
DFETEREMER=Z, A
'H NMR (DMSO-d;) 68.59 (I1H, d, J = 1.9 Hz), 8.51-8.48 (1M, m, 7.75-7.72
(1H, m), 7.39-7.34 (14, m), 7.07 (2H, brs), 4.92 (2H, s), 4.32 (2H t,
J=6.6Hz), 418 (28, t, J =6.5Hz), 1.71-1.61 (4H m, 1 41-1.31 (6H,
m, 0.93-0.85 (6H, m).
ERfld2: 2-T bF-8-C 2 ONFINAFI)ANAR A FI-9-(3-Y Y
PIWVAFIV T T '
EHPISTHSNBIEMEI/OOTR 7ONFIINERANWT, EEFHIBZE
DR ETERLAY EET,
'H NMR (DMSO-d;) 68.60 (1H, d, J = 1.9 Hz), 8. 51-8.49 (1H, m, 7.76-7.72
(IH, m), 7.39-7.35 (IH. m, 7.07 (2H, brs), 4.96-4.93 (3H, m, 4.18 (2H
, t, T =6.5Hz), 1.86-1.58 (8H, m), 1.44-1.33 (6H m, 0.91 (3H, t, J =
7.4 Hz). .
ERHI43 - - (FUNFFN)ANKRINFAFI-0-ThF-9--FU IV AF
MF7PF=>
RGPS THSNBUEMEIDOTFETIINEZAWT, REFISSEREDS
ETERamERL.
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'| NMR (DMSO-dy) 68.61 (IH d J = 1.9 Hz), 8.51-8.49 (IH, m, 7.77-7.74
(1], m, 7.39-7.35 (If, m, 7.25 (1§ dd, J = 6.5 13.8 Hz), 7.03 (2H,
brs), 5.06 (IH dd, 7 =19, 13.8 Hz), 4.93 (2H s), 4.86 (14, dd, J = I
.9, 6.5Hz), 419 (H t J=6.6Hz), 1.64-1.41 (2 m, 1. 39-1.33 (24,
w, 0.91 (35, t J =74 Ha.
EREHIA4: 8-TEFNAFL-0-T bF-9-(6-200-3-BY IV AFI) 7T
=

EHHI T TESNBILE Y & EKEE % B W T, EHAI3EFAEOHETER
L& EBE,

'{ NMR (CDCL,) 68.56 (IH, d, J = 2.4 Hz), 7.80 (1, dd, J = 2.4, 8.4 Hz)
. 7.30 (I, d T =84H, 7.28 (2 brs), 500 (20, s), 4.29 (2H, t J
= 6.5 Hz), 2.72 (3H, s), 1.82-1.71 (2H, m), 1.52-1.42 (2H, m), 0.97 (3H
t, J =173 Hz).
Ehepidh: -7 nEF N AFI-2-ThFI-9-(6-2080-3-LU )L XAF))
TTI—

EHH T TERLNAEAMERIL T O A= ERWT. ERAEFAEDOSH
ECERLEYEER,
I§ NMR (CDC1,) 68.55 (IH, d, J = 2.4 Hz), 7.80 (1H, dd, J = 2.4, 8.1 Hz)
, 7.30 (I, d, J=81Hs, 7.28 (28 brs), 500 (2H s), 429 (H t J
=6.5Hz), 3.14 QH q J=7.4H), L.82-1.71 QH m, 1.55-1.42 (2H,
W, 1.23 GH t J=73Hz, 0.97 34 t J =73 Hy).
EHHIA6: 8-S AN AFI 0T FFL-9-(6-AFN-3-EU I AFI) 7
F=
EREFILTESNBLEW EBIEAR LAV EHNT, ERHHIEREDH &
TERLEMEE:,
' NMR (CDCly) 68.64 (IH, d T = 2.4Hz), 7.77 (0, d, J = 7.3 Hz), 7. 69
(Ih, dd, T =24 81Hy), 763 (1B t J="73Hs), 7.49 QH t J =7
3 Hz), 7.09 (I d J =8 1Hz), 576 (30 brs), 495 (20, s), 4.34 (2H
ot J=6.6H, 252 GH s}, L.78 (H m, 1.52 (20, m, 0.99 (3H t,
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] =173 Ha).
EWHIAT: SRS ANAF-2-TFINT I/ -9-(6-AFIL-3-BLU DI AF)L
VP TF=> A
EHHTTHEONB AW EBMN VAN ERNT, EHHEFEDHE
TEELEEEE.
'H NMR (CDCl,) 68.63 (IH, d, T =20Hz), 7.74 2H, d, J =17.4 Hz), 7.69
(IH, dd, J =20, 7.9 Hz), 7.61 (14, t, J=7.4Hz), 7.47 (24 t, J =71
4 Hz), 7.08 (14, d, T =79 Hz), 557 (2H brs), 4.88 (2H, s), 4.84 (IH
,t, T =5.9Hz), 3.40 (2H m, 2.52 (3H, s), 1.58 2H, m, 1.42 (H m)
, 0.97 BH, t, 1 =17.3Ha.
EHHIA8: 2-T hF -8 (U-AFI) XV ANFFEL-9- -RAF)L-3-F U U
AFV) T T ' v
ERRLTHESNZLEY EEp- MV AN ERAWT, EREFABERAEDH
BETERLEMESE. '
'H NMR (DMSO-dy) 68.44 (1, s), 7.73 (2H, d, J =8.2 Hz), 7.62 (IH, d, ]
=8 0Hz), 7.30 (24, d J =82Hz), 7.20 (IH, d J = 8.0 Hz), 6.84 (2H
, brs), 4.84 (H, s), 4.22 (20, t, T =6.6 Hz), 2.42 (3H, s), 2.40(3H s
), 1.66 (2H, m, 1.41 (2H m, 0.92 (3H t, J = 7.4 Hz).
EHHI49: 1-TFINVT I /8- (U-AF ) RV AF -9 (-AF)V-3-E Y
INWAFIV TF=
ERFITTESNBILAWMEHELp- M IA AN ERWT, EHFBERAEDOS
ETEEE M &R,
'H NMR (DMSO-dy) 68.43 (1M, s), 7.69 (2H, d, J =8.2 Hz), 7.62 (IH d, ]I
=8.0Hz), 7.28 20, d, J =8.2 Hz), 7.19 (1H d, J = 8.0 Hz), 6.71 (IH
, brs), 6.25 (2H brs), 4.80 (20, s), 3.22 (2H, t, J = 6.6 Hz), 2.42 (3H
,8), 2.39(3H s), 1.46 (24, m, 1.30 (2H m, 0.89 (3H t, J = 7.4 Hz).
ERHIS0 : 2-TFNT I /-8-LEROFI-9- (I-FTFINVAFI) 75
BEFITESNZAEYZANT, EHEFANEABOFETRELEMES
7z
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'H NMR (DMSO-dy) & 9.79 (IH, s), 8.39-8.41 (I, m, 7.94-7.97 (1§ m),
7.83-7.86 (IH, mw, 7.55-7.59 (2H, mw, 7.40-7.46 (14 m, 7.26 (I, m,
6.17 (14, t, J =58 Hz), 6.05 (2H s), 528 (2H s), 3.09-3.16 (2H m,
1.36-1.44 (2H, m, 1.21-1.29 H m, 0.83 (3K t J = 7.4 Hz)
EHPI51: &-TFNTI /-8 ROFT-0- Q-FIFIAF)) FFo>

BEFSTHSNZCAMERNWT, EHEAINERAKOLFETREILAYEE
7z

'H NMR (DMSO-dy) & 9.69 (IH, s), 7.84-7.89 (3H, m, 7.74 (1H, s), 7.47
~7.52 (3H, m, 6.21 (I, t, J =58 Hz), 6.03 (20 s), 497 QH s), 3.1
2-3.20 (2H, m, 1.41-1.46 (2H, mw, 1.22-1.31 (H mw, 0.83 (3H, t, I =7
.4 Hz) _

ERHI52: 2T FEL8-E ROFT-0- I-FIFNAFI) FFZ>

M B HFEMEE BN T, A EREOHE CRELEYEE-,

'H NMR (DMSO-dy) & 10.21 (1H s), 8.37-8.41 (1N m, 7.85-7.98 (2H, m)
, 7.55-7.60 (2H, m, 7.41-7.47 (IH, w, 7.25-7.28 (1§, m, 6.52 (2H, s),
5.34 (2H, s), 4.10 (2H d, J = 6.6 Hz), 1.55-1.61 (QH m, 1. 29-1.38 (2
H m, 0.87 (3H t, J =173 Hz)

EWPI53 1 2-T FFEI-8-E ROFI-9- Q-FTFIAFI) FF=>

METHHRMEERANT., EHEMAIERABOSETERILEDEETL,

' N¥R (DMSO-d¢) & 10.12 (IH s), 7.87-7.90 (3H m, 7.76 (1K s5), 7.4
6-7.51 (3H, m), 6.45 QH s), 502 (H s), 414 (20, d, J = 6.6 Ho), L.
55-1.63 (2H, m, 1.31-1.39 (2H m, 0.88 (34, t, J = 7.3 Hz)

EWHI54: 2-TFNTI)-8-E ROFL-9- -2 00-2-FIJVAFN) 7
T

BEFSTHOLNAEYEANT., ERFAIEABOFETERTCEYEE
YA

'H NMR (DMSO-d,) 5 9.85 (1H s), 6.96 (1§ d, J = 3.8 Hz), 6.91 (I, d
, 7 =3.8Hz), 6.23 (1L t, T =54Hz), 6.07 (2, s), 4.87 (20 s), 3.1
5-3.23 (H, m, 1.43-1.53 (2H m, 1.24-1.37 QH m, 0.89 (3, t, J =7
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.3 Hz)
ERHISE : 2-TFNTI/B-EROFT-0-(6-AFIN-3-BUZIVAFINT T
= —Hilgi&
EHF2TOMLEW(2.52 8 7.70 mmol) DAY / — )L ¥ (520 ml) iz 0. 5N Filke
30.8 ml) ZMA. B LAEERZEBIL., ERtbeMER~.
mp 249-252 C
Calc:C 45.17, H 5.45 N 23.04, S 7.54
Anal : C 44.96, H 5.56, N 22.90, S 7.53
EWHI56: U ABBMBRICBITEIA Y —TJ O FEEEM (in vitro)
C3H/HeJ B~ X (HEM ; 8-10:) S MIEZ I U, 5%FBSZ 2 $rMENSS H
ERWTIXI0® cells/nlDBMMEBKRERHL, U707 L —FDE
JIWIZ0.5 nlTORELE. T LT, R THRRLZHBRILSY (0. 2% DMS
02&%) &IN5 nlFOEML. 5% C0,f >FaX—F—KTIIC, 2
g U, BBREE(. NI 70X —D T4 NI —TEFHSBL THE
ELEZR, BRLEPOA I —T7 0 AEIF]. A Arnstrong, Methods
in Enzymology 78, 381-TICEEDONAFT T v A ICLVDER L. Thabbl
X104 cells/50u 1O~ Xk LI20& 96N DEEHR T L — b TLRERILE
ER. S0 1OFRERBLEEZRML ., BICURFBEELE. W TXKEEDORN
ROANWZAZE 100pn] §O8MU. DA INVAREEBUFE TOMBEHDRE A Y
DAZIWNAF Ly b REICEVERLE., TR, B@F22%T4HF3a—)0
BFrhUDLKBRTHERL., 595mmORNZ2RETAHIETITo. b, &
HHEWHIELT, =R IN-2-TFLTFI /-8-L ROFSTF=> (099~
28321 D EEHIUDILEY) . BECESWHP2EL T, R IN-0-F +F-8-
EROFITF= (W099-28321DEMEHI19DILE ) . HBHI1E L TR-837 (
AZIFER) . WEHFIELTR-848 (1- Q-E ROFT-0-AFNFOE)) -2-
AMESIFN-I-1IFVB,5-AF /U 2-4-T3) 2RVE, R2I2E1
EYDORPENREERT.
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x2

AF—T O EEEYE

o | RORIRE | oy | RORARE
SHfab | ! 118 10
SR I SEfEpI19 3
24613 i S HEH120 30
— 10 12 1 3
—" 3 S22 10
EwmAE | - 1 E=Rp23 | 10
ST I — 3
SEHIS I 125 i
—— 3 EHEI26 I
SEREHI10 10 LT 3
Sl 3 SR8 10
12 10 E 6129 10
I3 3 szami| 100
SEH 14 ! P I
EHHI15 1 gl ] 300
S 16 I H 12 3
BT 3

ERHIST: SURICBIBA Y —Tx0FEER (in vivo)
HBRALEHZ0. 55N REIAFIN I O— ZKBKICHES L. Balb/citt~
DAXRORE L, 2REBOEBLOERLL., OEFO1 ¥ —T7 20 H{E
ZEBHBOERBROBFETRHEL 2. XR3IXHRERT.
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%3

AH =T FEHEEYE (U/n])
®55 (ng/ke)
0.01 0. 03 0.1 0.3
L] 12387 322495 623+32
Y] 2517 38887 | 12114263 | 2559405
E3iUIE] 363+73 - | 1966532
ESATH 133+33 473+9
& K51 6 56942 | 1222+248
eI 3471149 | 845422
ED ] 13+5 16797 | 725+141 | 936+438
L9 539+ 107
EZHEEI10 89+122 409+267 | 7332256
ERpl 279177 | 568+160
S 12 31+5
SEHaE 13 3044138
14 57063
EHEH15 5232 603 %147
EHsil16 25146 | 716155
SEREI1T 31423 183+43 | 9992379
SEHasl18 94449
EZHEs19 14+5 199+84 | 383+122 | 601187
EHEFI2] 158 290134 | 571164
S22 2149 3321383
EEEI23 4217 414+118
EHe24 4031146
EHap25 65+52 151+29 | 753140 | 721+299
EHERI26 12111 | 433+366 | 780:190
Eia 27 14+3 324166 | 804+274
ES I 18662 | 1462260
FREEI29 619268
BE{EWI 55425 2754165
2E{ah? 6040 18642 | 317160
k52 1638+246 | 1961+950

PCT/JP02/03727

KBS A=A TINICBWIBZA Y —TJ7cO0FEEER (in vivo)

HBRAEEWEROSEHINRFIAF NN O-ZKBRIZTEBHL. 10 ng/kg? Ht
BAZI A FIVIBSRIEORE L, BENICROL., mFh01>5—Tx
O AMIEEBFSEEFAFROFETRAEL L. REIFHEBCBIZ20EFRD
Y —7x0 hE CEHEESE) &, EREI174%13, 876825 U/ml. EHEHI19
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A%12, 173+£6619 U/nl. EMEHI27H514, 4886365 U/ml. BEH 2118, 305+5578
UVl TH 0., EEREDS 25— 7 O VBEERNRO 5Nk, LoLEss
. BEFITIRSEHAFITEENBD ShEOKH L. ZRHOLAIY TILEH
DRSS Nixd o .
SS9 b bkASm B ERMN (PBMC) B s vy —T O EHRER
BERS 54 755 DOKMEMZEANIN) iR L. Lynphoprep™. (NYCOMED P
HARMA AS) %AW HEREBE LSBT K D BRIRME (PBMC) #3E®L 7=, PB
MCELEMm{E RPMI 164035 # T2EBER Lizis. 10% ™ S IfF i ¥ RPMI 1640
B TIXI10ME/MDCAB L., DAFIRINFRFIR GREBE) 1%) KHEMBLE
BBRILEWOEETFTTE% (0,1 >FaR—FNTITCRK CUREIEELE,
B, HBCRERESWEES TRV IBCAFLVANFFI REAVE, BE
FEEZEEBBICLVENL. [INEEEROREERICHTSET-ACUTFTT
FHERELE, BELETOE FIIN-cOEEBR T IS v AR OBBERLISA sy
stenB ALz, RAKKERZFRT. ) IIRERR (125 pg/nl) BAF. NIk
KRB EEKT B,

x4
4> —7 a0 EHEEME (pg/nl)
BE ()

0.3 1 3 10 30
LT NT 533 1717 | 5033 | 6138
EREHI19 NT . 5+1 12211 | 48+34 | 6033
SERHIL5 T3 | 28£24 | 46+34 NT NT
ERHT NT 6+3 | 26+22 | 5637 | 59+33
B #4512 -~ - 65 NT NT

ZE{am NT - 7 23122 | 64+40

EHpl60: BERBMEN S OTh2Y A hA EENGIER

TBE DBALB/cR D RIZ, 10 ugARTINT I ZREEI 4 ngnKkEEb
TIWVEZOALTI (100n]) ZBEENKRELTEEL. dHERAFITEMNEREL
7z. TDTREK. BEBEWMDZL. FELFRIEZOEF (105) . 2-ANH STy
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=l (B0 pl) . R=2U 6 (100 U/mD) - ARV <1322 (100pg/ml
) ZSURPMI-1640iIcE L. IR R ERZAE L 2. BHREEER (5X10°
cell/200 2 1/well) IFARTZINTZ (0.5 mg/ml) BLUHRBREEHERML
. 31C. 5% CO,FET CIEMBELE. BELEPOY 1 A1 EZELISATE
WEOEEBLE, IFN-7BXUILAR 7 v ot IS5 R >#HOF
v hEERALE, RS5KCERERT,
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#*5
IL-4EEAERBEER (% of control)
BE (M)

- 0.1 1 10 100
EHap1 98 7 2 <1
EHaH2 96 4 <1 <1
EHEEI10 - 54 3 <1
ERH1T - 40 <1 <1
FhEpl19 - 32 <1 <1
EHas20 - 106 23 2
Ehuai2l - 53 1 <1
EWEFI22 - 88 9 1
EHap25 36 2 <1 <1
L EE2T - 30 1 <1
g4 1 - 18 1 <1
& 52 90 24 1 <1

o2 2 A=) - - 109 24
BELEW2 107 48 1 <1
IL-5EELEEM (% of control)
¥WE (M)
0.1 | 10 100

L sl 116 41 16 15
EhEH2 98 37 14 12
EREi0 - - 91 32 15
EHH1T ~ 77 24 10
FEhEel 19 - 83 16 13
EHhapi20 - 106 11 19
EREI21 ~ 97 23 15
EHEFI22 - 115 50 18
ERHI25 102 31 13 13
L2 - 68 20 12
=437 | - 54 15 10
a4 30 A 106 73 18 10

2EZLaWI - - 92 69
B2EEY2 99 79 16 I1
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ERFI6l: T v NI D BEILE R

HBRIEEDEOIXNINEARF I AFINENO—-RAKBERIZHEBEL. SDREHES v
MIEOKRE L. BEMICELL, OPOEYREZIPLOCTAIELE. T&
127 DCnaxP & UTnax w7,

*6
Cnaxd & CRTmax
Dose Cmax Tmax
(mg/kg)} | (ng/ml) (hr)
EhEH1T 3 310 1
EHEp19 3 188 4
SEHEBI25 3 18 1
DIEFEIE 10 150 0. 25
EuE27 3 565 0.5
sl 3 90 0.5
3 19 1
SRei2 10 15 0.5

ERBI6 : EIRE

5.83% 7 T B (1/KF#) &, LT15%U EBE_F UL (HEXK) Z2EBE URE
U@k ol 2.5, 5.5, 1.4 IbEWERML. RVT v I XIFH—THEHRE
BERTHPLELAER, BERLVTY I AIFY—THEABL., ELH5EE (15,
000rpm, 20nin) §%. TDH, EBIDLEYVREZIPLCTEEL k. TERIZET
D|EZERT,
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®7
(ng/ml)
pH 2.5 pH 5.5 pH 7.4
s 8 784 20 18
==y I 350 4 3
E s 10 34 15 10
EREH 15 140 1 <1
SEREH 16 293 NT NT
Emsl 19 130 2 2
Ehupl 20 8, 813 NT NT
EHEEl 21 15, 000 45 64
EhEbl 22 >80, 000 73 16
Ehasl 24 27, 000 22 I
Easl 25 >1, 000 5 3
Ehasl 26 >1, 000 6 3
E sl 27 610 5 2
ErEsl 28 >1, 000 8 4
EiEsl 31 >1, 000 353 322
e 32 >1, 000 82 25
ZEZLEYD | 26 <l -«
2EZE5W 2 2 <1 <1

EMH63 : T v NFBREEE T ICH D LML DI O X T

day 0 BLAKday TIRIRB IV T X 2 (0VA) 1 mg&Al (0H), 100 ng% & L HRE
25y FEBRIC] nlRELAEEFW, day 4IC1% OVARHREZBEHRERTS
A - TISHMEE LRI EBRE L. HRILEWORSIIER. SHETTO
[RERNRSEL., BEMUBBBIIKEXIMREEZT VW REERT OB
Hinkelman@ L, TDO&ZEH U bULAE. B E L TSensi. -/Challe. 4. CMC-
NaXk UFluticasoneZ A iz, K1 RN TFTRIZZDHERZRT .,
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. &8

' x 10 cells
Lewm (RERRS) Fi . EREE R
Sensi.-/ Challe+ ° 26.22 15.60 6.37|

CMC-Na : 319.55 281.89 115.08

RHEHI 27 0.001mg/ke 383.85 392.01 160.04
=PI 27  0.01mgkg 186.77 161.86 66.08
EMEH 27 0.1mg/kg 46.84 51.84 21.16
" Fluticasone 0.01mg/kg 300.07 231.84 94.65

LG0T REBEIET F T 4 FEL—EFNICB I 2ERHTDLEY D
2 50 S48 ,

day OIZSREI 7 VT3> (OVA) 2 pgdAl (OH), 5 ng2 S mksE <™ 2 BN
12500 ulﬁ%b%ﬁ’&ﬁm\.day 1412 T —F IV IRBE#ERF T T mg/mlODOVAPE?&
EEEMIC pIERERURSEERE L. BRILSWITER 2 BEicER
NOREICI p1TOBHL. BRUBRBOENMEQOHEET A I O0A—F %
RAWTiTok. HBELTTFE R E2AVE. R2RUTECZOREERT.

%9
HEE ( mm)
A= 7] . g BEERFEE AR
7Eh 0.034| . 0.021 0.009
EiEH 17 4 {1 g/ear 0.046 0.024 0.010
SEREHI 17 40 u glear 0.048 0.013 0.005
EHM 17 400 y glear 0.014 0.008 0.003

LHEFI65 : MEETN TR BT EEBHFIOMEYOHIEELE

6 B DREBALB/c U A (AEF vy —ILR - UN—) OEBARICYY X85
EiokRencaffiigtk (BFEKR L D AF) #5x10° cells/0. 05 ml/mouse THRINBHEL
. BHIGKERAEZTY., AEOFHEMZERECEZDIEIIC6MTD5
Ko, E=2) (0.5 AINEKRFIINAFNENO—Z (BLUF. CMC-Na& i
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9 3) KEBEK) . | ng/kekT3 ng/kgDEBHTOLEYWE., BOV > TFEHW
THHEORSESL (10 nl/ke) . £ X% 1x10* U/0.1 nl & *5x104
V0.1 IO YRS > —Tz0> e GAF. nlff-o ER&T3) =&Hick
Fi#5 Lk, BERIAEICSEEBLE, BPRENEBEOEE L] o R
W (mm ZBE2EFAIL. BEEEHEDN ) 2BHLZE (V=LXW¥ . /.
Steel DZBEHBRICLDEBEREER T >k, REICTIIThe SAS system for
Windows Release 8. 01 (SAS Institute Inc., Cary, NC, USA) Z=®mL /=,

BHEMASKIBEORERAMZRT. EREAELSTICHEEZE=F—L. Renc
afifRtkic M I 2 HBEEMREZFMELUZ. EXOBEBEIEICE— V7 IRE S HE
ULEBEEAEHOTEE 0=6) 2K 3ITRLE. TOHEE, EHHI2TOLE YRl
FN-a B EHITIE—JINEBREFHICHRBEEIBENERIT/NET S (P 0.05) . EHEH
1D AYREIININ- o 5 - RSN LOHESPRERT I ENbh ok,
ERPI66 - BREBETIN T RARBITDERFALOLEYONBEDE (B8
MR

6 HEDMEBECIFITT X (HEF ¥ —IVX - UN—) OBERIZ. AU )8
B IR M O B B SR OV2944-HN-1 M BB B (EB A& U AFE) % Ix10°
cells/0.05 ml/mouse THABHEL ~., BHEI0H%K, X>T7T5 — VBT TR
BEZYRLL. UKRHBICABRRABESH Fa 7V o7 7)28Hm L, Y2 R7 1
I THImEEE Lz, BHICKERHEZ2TN., AEOFEHEMFERSZICR
LZEDITEHO6LTDODIHITHT. E—2 ) (0.5%CMC-NazkiBs#’&) . K3
ng/kgDEMHT DAY E. BOV S FEBVTREEORS L (10 nl/ke) .
F7z5x10" U/0. 1 ml/mouseDnIFN-a = EHEMICE FTHRE L. ¥EIZ48EIT5H
ML 7, BHHEISEEICHRY >N (RE. Eh. W& 2EEL. Z0RE
BZRAELL. AFCHZH#EL. E8B0FEL*HIRARL =, £z, SteelD®
BEURICLIVERZEREELT > 7%, REICIIThe SAS system for Windows
‘Release 8. 01 (SAS Institute Imc., Cary, NC, USA) %8 U=,

FA4RLAEZELEDIK,. BOREVEBRRBEREBIOIVWEREY ONEHTHD
. BEWTHE ) DN, ERY DNSOETH >k, ERAI2TOSIREEIX
E-UVEBSBICRANEEBY DRGERNNSLS. BBRARSREEZRLE,
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Fo. IM-1HREER) ONRGEBOA RS TEEEIHEENROSND, 20
ZEnG, WEBIKOWTRE L. FERRLELDIZ. E—2 VB TIRAR
HIFR R TR AT RS ITIC 38 5 M= At ERFITOAM THE < B
Bhol. TOXICERFITOLEYITY > NGBS OMEICNA. B
BHEDREET 5 EMNRENE, —F. 2fN-ald ) > NSRS ENEHET

. MEBOHEEDBE—INBOETNEEDLRM > k.

%10
I PR ORD 5N/ LK
E—2b 5
RUAAF—=TJxz0O>a 5
EHI2TOED 0

EHEHI6T: BFRIB

BHREELXOROMEEMN 555 EHEH/EL T,

EHHI25DEY)
LB
ThH

10mg
600mg
250mg

ERaF oo —X% 30mg

ATTVEANTD A
EHepI68 : BLHIH

Smg

BIRICX D ROMBRDOBERKS BBA ZERL .

£ DILEH
v O (REE R

20mg
Smg

ERroFSoeltzllo—x 200mg

AE =)
vrooiry >

Jml
2ml

147

PCT/JP02/03727




WO 02/085905 PCT/JP02/03727

FHAMETIHALL2TONTHEZDEERSELL TEPEHATFICED AN
5bDET 5B,

EZEEOFB O

AREOT T = B EKILRRN DB o e V¥ — T 2 O BRER Y
T3, XREOT FoUHEEEL. EERTS >F—T 20 0 WERET 5
DT, A5 —T7cOSNEPRER, FAAEBERRCHFL, T XRED
WA NAGSR, BEBLEOFHXRIBRCERN TS5, FRADT F= BN
KIRESTTHEDT. 125 —T O RAERERVEORENTETH D
. L bk I BN LSRR S WML TE B, B, ARPOT F=
L EEAE TIN5 i = 0B [L-4, IL-573 & DREMY A A1 > OEA
EBRMICHET 5720, WA, 7 Y —MEEARE OThHMIMATE BE L
TWREBOFHXIBRERE L THATH 5.
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BR O @ H
1. —#&%K (1)
NH,
NN N
R‘,ijig_w
SX7OSNT N
“y (I)

(KA, Xid. VR REBAZEETFELSERER1~307ILFILHE) . BRE
F. XEBHERFEZERL ; RIZ. BRELEZEBROTIVFILE, BRELL
BIEBROT NI ZVE, BRELQBEBROTINFoOVE, BHEELI3HE
BROTY—)VE, EBBRE L WIEBROANTOT ) —)LEEZRL ; RUT.
KEEHE. ANHT IR REEI~8DTINAFIH, UIREL~DT IO
FOHANRINFAFTEZEZRL VT, BRELIZEBROFIIL B,
BHRELIIEEBERD, BRET. BRET. RUREEFH S8 5FIR
THBMEELIREOANT OREFZSUSIIEHBEHERAT OB, KN
. BEE LU IEERD. ERET. BEETF. RUREREFMNSARIBENS
BREINSIEE LR IMEONTORF2E0HA2BESETHRATOBEEL2ET
o ) TRINBTFFZUFBBURELLRTOELTREARIZTNS OB/ ICH
BENDHE,

2. AIR—BR (1) TBWT, R"BEREKI~SOTINFIVE, REBI~8DTF
W ZVE, REBEB2~8DTIINFIVE, REFI~DOTNIAFT T IVF )V E,
REBRI~SOE FOF T 7IVFNLE, FU—LE, AFOFU—)E, 7S5)F
NVEE, XBAFO7 Y= TILVFNETHIEROBHEE 1 HEROLEY.
3. HIRE—MX (1) IZBWT, RBRBHI~6DOTIVFINETHBEROLH
%1 EBROLEY.

4. FIR—KFR (1) KBVT, XA% NITH3HROBHEE 1 HEROLEY

o
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5. Bi—ARRN (1) KBWT. XA, BERTTHHAHEROHESE 1 BRHO
A=L7
6. AIFe—AXX (1) BT, Y28, EERELLREBHROEYD PUORXIIE
BELLIFEBROEIDCRTHHHROHEBE L BRBOLEY.

7. AIER—A&X (1) ZBWT, Y25, FBRELBEBROF 7Y L OBRNIIZ
BREUSIIEBBROFAI TR THHFEROHAHE 1 HZHOLEY.

8. BIEE—HR (1) RBWT, YA, REKI~OTIVFNE, REKI~40D
TINaAFE, KEBEE, ANVITRE, RERI~MOTVFINFAE, Nayr >
BF. 78, REEQ~8DOITINFIVTIJE, REZEI~ADE) TINFI
TIHE, EOUPoVE, ERUDJEEREOCEINER) JENSRDEN SRR
Ih2E#HEEZ, IV EV D VROBERI~ME. ZYRES O RBOESEITI
~IEERDOMNBIET 2HEROBHEHE 1 HEROLEY.

9. FIE—BRX (1) RBWT, YA, REKI~MOTIVFINE, REKI~4D
FIaFI R, KEBEE ANIT IR, RERI~MOTIVFNFIE, Ny
BT, 7I %, REBO~8DITVINFNTI ) E RERI~MOE I TIVFI
T /HE, EoUIPD)VE, EXYDJERTEINEY JENSBRDIENSER
SNBHBEBREEZBELTOWTDHDEIWEYDCBEBTHD., BREHI~6ODTIF)
HETHD, RRPWKEETHLIEROGBHE 1 HRBKOLEW.

10. X2 NH XidEERRFTHHEROHHE OBWICHREDOLED.

11. FROHHAE1L~10HOWTNL 1 BHEZROLEWEFTIRS ET S
E. | '

12. BROLHEL~10BFOWTNM 1 BERIEROEMEFEIDRDT ETS
A2y —TJxznFEBA,

13. BROHHE 1~ 1 0HOWT A 1BIEROILEYEFTIRS ET S
N1 IV A,

14. FROBEHE1~10BHOWT I, 1 BHICEROLEMEEDRS ETS
HEH .

15. FROHFHE1~10EHOWTIM 1 HICEBROILEMEBEDRL, ET S
%A TNV —THIER R S R & R,
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16. BROBEEL~1 0HOLTNA L HCRBROLSWEHRESN £ T3
T LR,
17. FROBHEELI~10HEOWTID 1 HIR2ROLEMEEYRS T3
ST TR,
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X1

~!
o

- ' Mean=S.E. (N=6) -

5 E OB (x 109
N w B (8,1 [e)]
o o o Q (o]

-
o

0. 001 0.0L ] 0. 01

Sensi.-/Challe. + 0.5% CMC = % #l 2 7' Fluticasone

(g / kg. i t.) (mg / ke. i.t.)
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0.1

Mean+S.E (N=6)

0.08~

H E E (m)
o
8
T

0.04

0.02

Acetone 4 40 400 (upg / ear
(Placebo) Ehasl 17
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